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antagonists such as compounds represented by the following general formula I as the 
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(57) Abstract: Preventives and/or remedies for diseases, 
which are induced, worsened or made to recrudesce 
by stressors, comprising mitochondrial benzodiazepine 
receptor (MBR) antagonists such as compounds represented 
by the following general formula (I) as the active ingredient: 
(I) wherein each symbol is as defined in the description. 
Because of inhibiting the reproduction of neurosteroids, 
the compounds having an MBR antagonistic activity are 
useful as preventives and/or remedies for diseases which are 
induced, worsened or made to recrudesce by stressors. 
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k: £ o rg*& $ tvx t> J; v > 3 ~ i o &<D&immtiit is&mniz tz. r± 

10 5) /NPy^JB^ OR 9 \ SR 9A N NR 10A R llA s ^7/, CO 

R 12A , 3 — 1 0A©^*SR* ORfllW:^ ^P^^Ifs OR 9 \ 

SR 9A > NR 10A R 11A N = hn, i/T S ^ C O R 1 2A *5 XTfC 1 ~ 8 TJV*r 
/V mT/^M±, ^uWWfr* OR 9 \ SR 9A . NR 10A R n \ = hB % 
5/7/, COR 12A *5<fcTJ«^^=/^6>^^tt§ l~5i©i(aotII^ 
"15 *l/Ct>«fcV\, ) #>£>3Sfi£ft5 l~5i©iH,toTllt^Tt)j;V\ ) tf> 

U 

R 9 A ^tK*M^s C 1 ~ 8 T/l"^* 1t n C 2 ~ 8 T )V^r;V^ «fc 

^r/I/a^i/fi, Cl~87/V3^K C l~8T/l^=¥^^^-^fcfi3~l 
20 OlO^ilt) t< ttliflC iotlt^nxt ) £*:bU 

R 10A *5J;tJ«R 11A «- ; en- ; eM!&^L.-C > tK^JH^ Cl~8 7^*fc«: 

R 12A fi7K*JDi^ 7 ^ ^s-zHcioTf^^iiTt £V^C 1~87 

25 m A *5<tT>*n A f«n- ; eMAitb-C, 0 ?-1t1± 1 ~ 5 ; 
fcfcU ^T^(l)~(73)^-ffb^^l^< ; 
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(1) 5— (4-^OD7i^) —1— — 1H-1, 

2, 3, 4-rh7^;K 

(2) 5- (4-? nvy^^jv) -l - (3-MJ7;i't0^f;M>'v i ^) 

-1H-1, 2, 3, 4-7f7^/K 
5 (3) 5- (3-^nn7x^;l/) -1— — 1H-1, 

2, 3, 4— ^h^y— /K 

(4) 5- (3-^nP7x^) -1- (3 - bV 
-1H-1, 2, 3, 4-xh7^—yK 

(5) 5- (3 — bV ~7 )V-3rxi*=f-}V7 — 1- (3-^nn^;V) 
10 -1H-1, 2, 3, 4-f f7^;K 

(6) 5- (3, 5-^PP7x^/V) -1— (3-^uu^:^/^) — 1H 
— 1, 2, 3, 4— ^h?^ /K 

(7) 5- (3 — MJ y/vJru^^sv^^—tv) — I— (3-MJ^y^n^^- 
/V^l/^/U) — 1 H— 1 , 2, 3, 4 — r h 7 /K 

-15 (8) 5- (3, 5-^PD7x^) -1— ( 3 - MJ 7/l/tn ^ f 
i?AS) -1H-1, 2, 3, 4-Tbvy— /K 

(9) 5- (4-7"p ; &7i^) -1 — <y^-lH-l, 2, 3, 4~T 
b 9 y— /K 

(10) 5- (4-tfUi^/k) -1- (2, 5-^f;>-4-tKoar^y 
20 -1H-1, 2, 3, 4-7h7^/K 

(11) 5- (4-7'n^7x=;l/) -1- (2, ;>-4-t Kc^f- 
i^£Vl<0 -1H-1, 2, 3, 4-7h7^ 



(12) 5 —-y^^jV— 1 - (5— Jfr/l^A— 2 — fc KndfSx- 3-7« b*i-Z<"< 
l/i?/V) -1H-1, 2, 3, h7^-/K 
25 (13) 5- (3, 4— h=3r^^^=/l-) —1- ( 5 — JftA' $ /l'— 2 — fc K 
v3ris-3-J b*i<"<>'i?M - 1 H- 1 , 2, 3, 4-fh7^/K 
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(14) 5— a^=-;ls) -1- (3, 5— i^fvw- 4 — t Kn=¥ 
v"<;/vW — 1H-1, 2, 3, 4 -T- h 7 /K 

(15) 5- -1- (3, 5-^f;W4-tKa^y 

-1H— 1, 2, 3, 4-fb7^/K 
5 (16) 5 — u^^cl/A'— 1 — u^^ri/sU* 1 H— 1 , 2 , 3 , 

4 -•r h7/-/K 

(17) 5- (4-=fP^/P) -l-7x^-lH-l, 2, 3, 4 — 

(18) 5- (4-7^/^^) -1-7x=/W1H-1, 2, 3, 4- 

10 Tb^y*"-^ 

(19) 5- (4-^W5 SUA*tf~jnsT% /^V^) — 1 — 7*:=*/ 
-1H— 1, 2, 3, 4— T" h 7 

(20) 5— [2— (4— ^f^x-ZV') —1- (4-=fo-<y 
v^) — 1H— 1, 2, 3, 4 — h 7 ^—/K 

' 15 (21) 5—7 ^^/k- l - (4 - ^ ^/V<:/ v^) - 1 H- 1 , 2 , 3 , 4 - 

(22) 5— [4— (4-^pn7*-;wt Kn^f^) 7 ol=-jV\ — 1 — 
(4— ^/l^n^VSW — 1H— 1, 2, 3, 4-rh7 , /^K 

(23) 5— [4— ~7 a^~7V~\ — 1- ( 4 - 7 /l^ n 
20 ^ViW — 1H— 1, 2, 3, 4 — h 7 '/'-/K 

(24) 1— -^VSVl'— 5— (5--bn77^-2 — f/U) — 1 H— 1, 2, 
3, 4— Th 1 ?^— /K 

(25) 1— 5— [2- (4-7o ; t^Ws^) 7x-^] — 
1H-1, 2, 3, 4-rf7^K 

25 (26) - 1 - (3, 5 -i?>t^/^— 4-t Kn^^) -5- (4-fc 9 
9 1H— 1, 2, 3, 4—-^ h =7 
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(27) 1- (3, 5-^f^-4-fc KB^y^) -5- (4-~h 
P^x^yU) -1H-1, 2, 3, 4— tV^V— /K 

(28) 5- (4-^BP7j^) -1- (3, 5-^f/V-4-tKBit- 
v"<>-^/U0 -1H-1, 2, 3, 4-Th7^ 

(29) 1 U-*^/U-7^=z/U) -1H-1, 2, 3, 4- 

(30) 1 5- (4-7/U^-n^^=/l^) -1H-1, 2, 3, 4 

(31) 1— ' <l/i?/U-5- (4-p« hdf^o:^) - 1 H- 1 , 2, 3, 4 

—x N 7 ^^/K 

(32) 1— (2-^ h^i/7x=/l/) -1H-1, 2, 3, 4 

(33) 1 — 5 - (4 -^i^/l^^S/;* f'/l'^cc^A') — 1 H— 1 , 
2, 3, 4-fh7 , /*-;K 

(34) 1— <>-v^-5- (2- (4-^^/l-7^=/U) 7^^/k) -1H- 

l, 2, 3, 4-rf7y-;K 

(35) 5— (2-^nn7x^;l/) -1- (4 h ^^y^) -1H- 

1, 2, 3, 4-x h 7 )/-;K 

(36) l-^i?su-5- (2-^OP7x=;l/) -1H-1, 2, 3, 4- 

(37) 1- (3, 5-i?^f>rt/-4-t Kn^y^/i.) _ 5 _^ 3 -- / ^_ 1 
H-l, 2, 3, 4-fh7^/K 

(38) 1- U--7x2*ts<^i?M -5- (3-v'7/7x^) - 1H- 1, 

2, 3, 4-f h7^;K. 

(39) 5- ( 3 — S'TV 7 * - 1 - [4- (2- 7;^n^f/P7 
^-^) ^Vi^/I/] -1H-1, 2, 3, 4-7h7 /K 
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(40) 5- (5-^^77^-2 — f M -1- (4-^ h'Z-f'O'&A') 
-1H— 1, 2, 3, 4-7^7^, 

(41) 5- (6-^n^et: o y — 4 ;V) -1- (4 h *SS'<ZsS?A') 
-1H— 1, 2, 3, 4-tN7^ /K 

5 (42) 5- (6-3— -1- (4 h drv^^vW 

-1H-1, 2, 3, 4-rb7/-/K 

(43) 5- ( 3 - x f ^v'^/Wt^/l'^ f^tdf V- 5 - 3 ^- K7 x^;l^) - 
1- (4-^ h^r^y^/V) - 1 H— 1 , 2, 3, 4-fh7^ N 

(44) 5— (3-3— K-2-^y^ p a tV^^i/^^^/U) —1- (4— ^ 
10 f> ^S^fSW — 1 H— 1 , 2, 3,4— ff7 

(45) 5— ( 4 - -fc/V 5 3i —1- (3 — ^ fisiR^fl^lsi? 
A') — 1H— 1, 2, 3, 4— 9 s " h^y^/K 

(46) 5- (2-r^/7x^) -1-^y^-lH-l, 2, 3, 4- 

15 (47) 5- (2-7tW5/7a=;l/) -l-^A'-lH-l, 2, 
3, 4-rh7/-/K 

(48) 5-7x=/k-l-^7;V-lH-l, 2, 3, 4— fh7^ /K 

(49) 5— 'O'SM'-l- (4-^/^^h7x^/V) -1H— 1, 2, 3, 
4 — h 7 ^-^K 

20 (50) 5— ^<y^- 1 - 7x^/W- 1 H - 1 , 2, 3, 4-f h7^ /K 

(51) (3, 5 - ^^ f 4 - t Kd ^v"<V^) - 
1H— 1, 2, 3, 4--7 i h^y— 

(52) 1 — ^vW— 5 — '<^i?A'— 1H-1, 2 , 3 , 4 — f 1 h 7 V'—JV^ 

(53) 5-7*^/1^-1- [2- ( 2 - fc° y ^A-] -1H-1, 2, 
25 3 , 4 — jr h 7 '/-/K 

(54) 5- (2, 4-vM bdrV- 5 - J^VK7 * ^/lO - 1 — <Zs*?;l,— 
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1H-1, 2, 3, 4-Th7^/K 

(55) 5— (2, 4 — S?rc f>df^— 5 — ^'f-jvy a^^=f-;V) — 1 — ^>->^/U— 
1H-1, 2, 3, 4-Th7/^K 

(56) 5- (2, 4—5*=. h^f- 5 — xf ;i,7x^f;l/) 
-1H-1, 2, 3, 4-fh7^;K 

(57) 5- (2, 4-£M h^ri/- 5 -^JU? ^f/U) - \.-y^.^}V 
-1H-1, 2, 3, 4-fh7^;K 

(58) 5 — ' <>*?/U- 1 -N, N- *M tVl^T ^ / %1Ki£z=>A~<V*?As— 
1H-1, 2, 3, 4-rI^7^K 

(59) 5- [4- U-rirfvl— 3-t: Kn =3r->- 2 -r/n \?As? ^^>V^- 

7xx;l/] - 1 - (4-^7/^/1/) -1H-1, 2, 3, 4- 

rf7 y — /k 

(60) 5— <^v ? /l— 1- (4-T^y-2, h*^? -1 
H-l, 2, 3, 4-rh7 7"-;K 

(61) 5- (2-T^/7^=/P) - 1 — <^i?/U- 1H-1, 2, 3, 4- 

fh7 /K 

(62) 5 - (4 - t - y^JUX ;VT^=.;VHr^%/-7 ^ - 1 - (4 - T ^ / 
^yW^fSJA') - 1 H-l, 2, 3, 4-7f7^;K 

(63) 5 — (4 — t — -f^-jV-fy 7VM^)V^r^-^-y a^zz.;V) - 1 — (4 
P hVl^^SJAO -1H-1, 2, 3, 4-f h7 y*— /K 

(64) 5 — ( 4 — t — -ff-JVjj ;Vi$~;v3r5r*/-7 ^ — 1 — ( 4 - ^ ^ 
^7^7^yv?;i/) -1H-1, 2, 3, 4-r h7 7*-/K 

(65) 5- (4- t -■7 s $-}V'b;Vi$~;Vi>r5r*y7 a^^jv) - 1 — (4-N-t 
h ^^*^;I/-N-^ f My^i/) — l H— 1 , 2, 3, 4—^ 

b 7 y— 

(66) 5 — ( 1 — Kn^r^ n^^^/l^ - i i h- 1 , 2 , 
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3, 4-fb7^-;K 

(67) 5 — ( 1 —r-y^JV* - 1 — (2 —tUVlRZc*/-? sl^M - 1 H 
-1, 2, 3, 4-7h7^/K 

(68) 5- (4— 2— ;* h^^^oc^/P) -1- (4-^>=3fV 
5 ^V^AO — 1 H— 1 , 2, 3, 4-f f7y-/K 

(69) 5— (2-7 U 71^) -1-^y^-lH-l, 2, 3, 4—^ f7 N / 

(70) 5- [2- (5-~ }>n) 2, 3, 

10 (71) 5 — [ 4 — ^ h 3r^#A-:^/l'— 3 — ( 2 — * *f->V7 ^<l/*?/U] 
- 1 — s<^*?/U— 1H-1, 2, 3, 4-rh7 

(72) 5— [4— #/l'3i^v'- 3 — (2—*3 L /l'-7^~M ^^vW — 1 — 
^/V-lH-1, 2, 3, 4-fh7^fc > it>' 

(73) 2, 3, 4-7b7/^. ) 

•is T^zMik&w&fen^cD&m&mz-bm-f&o 

(I) C 1 ~ 8 7Vi^/^<fc «u 7°ntVK ^ 

fvK ^^5vK ^^iX/K ^-^^/^^t^^r^&O^ftft:^^ 

— $$3£ (I) *K C 1 ~ 8 ^v'*;i/#^;ut (1 * h^vofr/i^J?— 

— fl£5£ (I) Cl~47;^v^ili, ^^v. ac^-i^ 7nif 

25 — ^ (I) >t\ C2~5 7/^Wyili, /n^^> ^ 
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— (i) *K c2~8T^9:, r-fe^/K ^n^y-f/K 
-f/K ^/^f;K ^^rf-y-Y/K ^^y>r/K ^^y^^.ttpe 

— J^5£ (I) "P, Cl^Sr^^lt y h^v-s ^h=¥v\ ^"nxK 
=3rv\ ^'h^rv'x ^yf^t^f^ ^^tV/I^^^ ^^^/I^^^ 

— ( I ) 4^ c i^ST^s^^bn, t^^Jr, ^;v^^r, 

— jt£5£ (i) N A^33<fctJ*C^£r^;b-t-5~l Ol^^iiffdili 
£ W\ C 5 ~ 1 0 <^^m^:> -^ti b < teH^t^*^ fete 5 ~ 1 O 



15 



25 



7f7tKat7^vy, /?-tKat7^vy, /^tKnTXi/y, y 

/Vaff/Wi^ [2. 2. 2] Ifv'^n^-^^^, T^^^^^^-^-^^ 
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£rS#=U 1— 4j@<7> 



5~i oio^it fc^tsiiitu i — 4-i@©^jd§h ! % i — 2*n 
5 t> b < n - m^MmmT y -^t. tc <o— u % u < ^^^^ bfc&© a* 

HiTlBUfc 1 ~4j@O^M^ 1 — 2m<Dmmm : ?-&£X*/-£tz.l-3: 1 — 2 



10 



II. 



7)/-;k fyv^ tr^v^ try^v^ try^y, rift 0 ^ 

a 



it?*©— 



25 -r^yyv^ hyryy^. M)r/y^y, fh7^yy> fb7 N / 

yv?y, $?t Knt'U^y, v>fc Kot'y^ i^t Knfcf P 5 
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h7tKaft7iy, ^tKoWy (S?fc Kn^tf-fc^^) > "rhv 
5 fc KnfT^ y (Tf7tFPftt°7y) > v?tFa^t/wK X h 
7t Kn^-drihi/^-zK v?t Kn-Y y^-^f /-/K 7f7t KO'f y^^ 
f-y— A\ v>fc Kn^Ty-/K rF7t Knf7 % /- /K S^t K^^yf 

ry-;v, r f7t Ka^fyfr/-;K !) y> 1 1*^* y y^ 

yKyy N -fy-f^Kpv s ^fcKo^yy*77y^ t Ko^yy7 7 

y/f^7a:y, ^-t Ka^yy*f t7ccy N ^tKn^y^yyfty 

fc Kn-fy^y/Wxy, Kn>fy^/-^ ^— fc K 

B^y^y 4 ^ 5?tKn*yjiy, fh^tKn^r/'Jys ^tKn^f 
/yy, Ka-f yap-y uy rb7t Kn^y^-y y y N fc Kn^f 

15 y^r/!Jy, i?tKd7^7^ ff7tKP7^7^ ^tKo7 

fri?^ v?tFat7fPv ! y, 9 1 F7t Knt7^!J^ ^-k Kn 
t7f!I^y S?fc Kn^y >\ T h9 fc Kn^y ^1?-y y> fc 
Ka^/^IMJ^ >yt Fn d rt7 , yy> 7f7tFoW;ys fc 

FnWDys -ytFn-yyyyyv fh7t Fp^yy/yy> t K 

20 ai/y/py, s?fc Ka^yy^^ty-;K A°-t Fo^yyt^ty- 

/K v^fc Fo^yy^ry^K fc Fp^yyfrywK Kn^ 
yy^r ^y— /k t Fn^yyy ^y— /k s>t Fo^yy* fut 

y— /K j&S^t^n fF7t Kn^yw^y— /K — fc Fn^;w^y-;K 

-ytFPT^p^ fh7fcFo7^y^y, ^tFcr^p^ 

25 t Fn^^^y"fry-/K Fn^^yyf/ywK i, 
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20 



25 



ttW* ^"^r^7^> T-£^S*>\ ;*-=ari?*>\ ^^^Mr 

— (I) 4><£>R\ R 2 N R 5 . R\ R\ R 8 *3j:t>'R 9 «^©3~ 1 0 



^ ix^n^^^^^ ^^n^-^^^ ^n;ty, ^n-r#^ 5-"^ 
a^^-^i/^ v"^ n^^r-fe^ is? u-^^Tls^ is? u&PTls* is?n^< 
10 zs#*?a^is^ is? n^^c^-it^ls^ is? u^y°? iscc^ is? u$r? ?isz^ 

i^fc Kot7^vy, 7h7t Kat7^vy, x^-tr Knt7^ 
KP7Xl/y, //l^/W^ [2. 2. 2] If^Pt^^ 

15 ^ T^^^if^^So 

HulBLrt3~i oM©¥^£fcte-#^*^£{*, 3~i oM^#m 

1-2 fi^SKJIJ®-? Sr-g-^S 



sr^sfeu l— Am^mm^. i — 

2^(D^M^«kt^/*^ittl — 2^@<D«(K|tjl^F^#i-5 3 — 1 OM© 
**:r±— gtSdS*SR*cf4 x 1 — 4#I<D^mim^> 1 — 2^<S>^ftm^*5 



AtrlS bfc 1 — 4 ioftjRff^ l ~ 2i©^i0^*5 it*/* fcf2 1-2 

j@©^fg?^ft5 3~i ojl©¥Slt**:f±z:aw; 
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77^ t°7y, ^-dp-^fetr^ ^-tf^^ ^^t"^ ^-^f- 

t^ry-/K ^t^7i?y, ^3-tHffc 0 y N ^iJ-^Tif 

5 t?^ -fyK— /k -ry-r^F-/K -rvKy^v, -0-^/^7^ 
yr*-*"9-^~- /k ^^yf7y-/K ^yy-f 3; ;?p;*y\ 

10 y*^7if^> ^<yyf7i?7y-;K ^<yy* b y 7)/-;^^4ii5. 
m^MM^-^ 7 ^^^ 3~i oM(D^.#*/cfi-#^:^*ST y — ,rv-e-€r 

©— «fP*^W:^<&»bytt>Oi:bTH:, T^ys^ Ti?^y\ 

y N fay 5?y, ^ ^ yy y y^ ^ ^y y ^y^ hyryyy\ hyry* 

- 15 ys?>\ fb7yyy^ fb7yy^ tr^yy^ ^yy-yy 

Kb fc° y ^y, rh7t Kn fc° y tf< y v^s 1 Kn t 8 7 X 

h7tKnt°7^y tr^^^y-s v't fp try ?^y N fb7tKnfy 
^ t Kaey ^ s?y\ ko tr y ^v 5 :/, fh7tKat°y^ 

D77y v?fcKnf7y, 7h7tFo^7y Knt^rtfy, 

Knft7xy, ff7tKnWxy, ^tFnW7y ^b^t: 
25 Kpftf7y S?fc Kofxfy, 7h7tKpfxt'y /-s'-t Knf 
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5 rh7t Kn^tv?7/-^ (^iJ-^r y* y v^) . S^fc K 

n^iJ-v^ Kn;^f-v>>\ Kat^ti?7^^ fh7 

10 7t Kof T'77^ (^7^7^11^) . i?t Knt7^> 7f7 
Kef 7^t°y, rh?t Knf7^tfy N t Ru^Tiffc'y, S?fc K 

^ N ^e/i^ y >\ f-^-^e^ y y s tf-^f-^r y. >fyKpy, y-Y ^ K 

'15 i^t Kn^yyyyy, Kn^/77^ Kn^y^y 

tKo/<y)/ft7xy i?t Ka^7^y/ft7xy, /^kKa^y 
^yy*ft7^y, KP^y/y*-;K A'-tKo^y^/^K s>t 

20 dr/ y ^ -7" h^t Kn^y^y y y N t Ka-f y^y y ^ Kp 

y*7S?>\ 7f7kKn7^7^> /^tKo7^7^ Knt 

n=^y =¥-y-y ^ fh7t Ko^y^-y-y ^ t Kn^y ^-y-y >\ 

25 Ka yyy y ^ ^ h9 t Ko^yy y y> t k»w y y> ^yy" 
^tf7y s^t Kn^yyt^-t^y s?fc KP^yj/f7^y> try 
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— jttsc (n) % (in) % (iv) „ (v) x^^tL^^^fDmn. tti^e 

tl W098/14213 -5§\ ^MW- 4-217682 -i§\ 3-24467 -J§\ EP210084 -§-TO 

— (i-aO -ttt-ett— ^S: (i) t? 

— jR5* (I) T^^Sftl^'K Am&£Tfcmk LTf^ itfrlBLTiC 
5 — 1 0©^mt^, r^fc L < tt£i^^S$fcfi 5 ~ i OMOflSi 

v^^a-<v^^ is?u*<74r^ i/?**?*^ W / A^A^t 

7 y-/K MJTy— fh7^/K ^7/- /K ^^-/K ^ 

B £ LTIi 



<, 1*SJ:5»*UV\ (p, q) 3$ (0, 1) % (1, 0) N (1, 1) , 
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(2, 0) % (0, 2) -C*>*©^*bV\ 
i/T/. OR 5 N NR 6 R 7 v COR 8 , 5 ~ 1 0MO^^^*fc{»^^. 

«9 ^ 3gfc0£ u < «^ ^mii^ t&mm^ ^mw^, v-r y > o 
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(R 1A^ A ^X_ ^ O-b-A-2, 



1) /f>;/^ny K£r^3^&> 
10 1) F&mZJjmi-Z, M;tfc£— jR^ (I-b-A-2) T^^Mb^ 

**WMB^**fc»«MftWl^ ^n^« (5i£fby>\ Wtof-Hr-fr 
& if) i: - 2 0 °C~3SM^T^^ £^ # £> tt^c-r K«r§l S 



(a) (N, N-^^W;^r^ h\ i?#uu**^ 

(b) IHK (N, N-^^*M7U\ ^^na^^^ N 

^^/-/k ^^y-/^^) fp^ftnmmm^ t K^^i7k»i: o°c 
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b-A-2) -C* £ ft 5 {fr^W £ T S> Kfc£* (T v^l^ f> JJ !7 A ft if ©*RtRT i? 

^/i^y^yT'Bif/K i, i ' - (ry^*/^^) v> y 

1, 1' -rytf* (N, N-^f/^AT^K) &if) *5j:t>* 
10 * ^/l^* y 4 I/ft if) <D#^ET^ - 2 0 °C~31^?i.ST^JS 

3) KSr0**t-s^fi> «*.ri— «w (i-b-A-2) -c^Sfraft;^ 

15 O — y>-f£|g (2, (4-7« hWxs^) -1, 3 

-v^T-2, 4-v ? 7^-yx7cc^>'— 2, 4-i?^7^K) ft if) i: - 

(a) t K^y-lTX^i:^^^ (N, N-v'^^^T? K 
ji^vVcc— -7VK fh7tFP77^ Tt f^MJ/K -<^if ^ N f-/l^n: 

m^-r h v i7 ^ m.mm* y # a# if ) t-20 x:~mffiu&-emj& * 

25 #\ "Sfctt 

(b) ^Wmm (N, N-i?yW/^7^ h\ $^nn**>\ v^tf- 
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b V * f-f^T i? Kfc if S> Kfc if) t O ^—^m^T^J&^itS - 

i) s 2) *3j:tj?3) <oRj&n s ^-rth^m&tfx cr^^ 

lift if) #H^n^ ^7K^#^ff^5^i:^M*bV\ 
(4) — jRsS (i-a) T^£;ft5te-^#i<E>5*>> R 1 *5J:T>*R 2 ^^< i! & 



15 



N-N 



( R -»i^<x,^M > (, - a - B) 



(W"V_^(R 2B ) n 



— ^ (I-a-A) X*7F^flZ>ik&m<D0 $km$fltz.T^/&, tK^^ # 



<R'"") 




1A-If^ >W^M'' /T\ (l-a-A-1) 



m 



(R^Jn 



20 — flg5S (H) "C^$tb5^#^fi. W098/14213 ^^B^^^^S^^fel' 
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— JR5£ (m) X*7r:&fr,%ik&m-&. 4-217682 ^rWMWteTFZfott 

— flg5£ (IV) X"7F£foZ)fc&mVZ, W&W- 3-24467 $ 

«t o T$&3ti~ 5 ^ t a* -e £ s . 

5 — J&?S (v) ^^fruS-fb'^HfoWu EP210084 ^*B#te^&;ri/5:#$fete«fc 

(i) > (n) , (m) . (iv) *5<fct>* (v) -c^SftSfls-S^tt. 
ry^=!7i.a r ^ y& fcfWnat* i?*«l*rf bats- 
20 jss (^y!7^ N -T-by^Ajfeif) ^> r^* y ±si&jr Ofr*^*-^ ^ 

^ f ;i/7 ^ ^n^yw?^ ^yy>r5y, 7x^w?^ 
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10 t> ^Ix.^7Ks (0S;tJ^ ^9/— ;vi£}£) 

enacts 

£*T<D^#I"K rpK11195J«MB R y K [1 - ( 2 n D7x^) 

5 K : Eur. J. Pharmacol., 112, 153-167, 1985] 9 (— J&5£ (m) 
20 MO-Otfc5o ) ^ rFGINl-27J fiMB R7^-^. h [2- [2- (4 
-7/>tn7x^) -lH-^yK-^-3-^;>] -N, N-v^^rv' 
/I'T *fe h 7 5 K : J. Pharmacol. Exp. Ther., 262, 971-978, 1992] . TAC5216J 
MBRT^ h [N— ^-y^/V— N— ^^/k— 2- (7 — ^^/^— 8— ^~ 
dry-2-7x^;k-7, 8 - t Kb - 9 H — >- 9 — 4 As) T*fe h 
25 75 K ; WO99/28320] Sr^i",, CB34 fiMB R^#ll$T t> [5, 7 — 

— (4— ^ua7x^;V) - 3 -^/a t';i/7 5 7 ^/^^/W 
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4 % C 1 , 2— a] if]) Z?y ; British Journal of Pharmacology (1999), 122, 
177-187] „ Ro5-4864teMBRT=*^ 7 h [7 — j^np— 5— (4-^no7 

fc° X ; Peripheral Benzodiazepine Receptors, E. Giesen-Crouse, p.62] £T7F"t~ 0 



5y M&JiilSlp B p : £rJlv^ MBRfc^^Ste^ttWiKfW&fctfeWUfc:, 
Wistar m^te^ f b *WfSB U"C^H*«ffi /hflKSrJR 9 UfcV^fc, tK^ b 

fc5 50mmol/Lh!J ( P H7.4) Sr^T^v^-f X 

10 L7c^ 12,000 g , 4 °CT» 2 0 #PbM'L> U _h$f«rBfc* Ufc e # fe frfcifcifiSr 
mmzlsXffi^ZAstd&, 50mmo 1/L MJ^-t^ilSt (pH7.4) 

5 9yMKKifti:bfc. ^RftMBRI^^y tt [ 3 H] 

PK11195 ^TfflV^TfT^ofCo 
15 fi&fbgSBfcte^T^^ifc^fcS^tt* ^p r p> m*<oWk&<D C 3 H] 
PK11195> S3^^S0.5vol%0^^^^./^^K (DM SO) *5«fct*5 0 

mmo ixi.hV7-m.mmmm ( p H7.4) $r?gfnu (^1200^) . 

MSO©^^cSMl2 0j«mo 1/L<7) PK11195 IrJDitl^y 
LfcGF/B:7-r/V'*— _bi^i£^>iiU 5 Omm o 1 /L MJ^ — 



(pH7.4) -^HJ^Lfco 7 4^2— *¥tM&k^ WMfe'&'&Wfc^ 
J^V— ^XV>?—fcXMfe^tz.o W&^mz- <fc <9 # fifty 8 — ? \Z. 
oV^C, ^?^y ^ h KELL (Ver.6, BIOSOFT) SrJEV^ Scatchard ffl$X*ftt£ 
25 o fc^s ^RI^SC (K.jj'fjt) tt 0.75 ± 0.054 nmo 1 / L o fc„ 

M&MWitete\,^Xi&fe&m*ilit&Z>Wf&l^ Wm&, ft^^lnmo 1 
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/L<£> [ 3 H] PK11195, Mcti&Mg. 0.5vol%^)DMSO*5<J:tJ«5 Ommo 1/ 

Lhv x-mmffiffiWi ( p H7.4) %mm l (<£■* 2oomd % mux 1 n# 

9 &-:ft#t-^g£ 2 O m o 1 /L© PK11195 £r s ^fc^K-ft;^^^ 
^*^^f*DMSO<Dft^D^fti^-^l O pmo l/L~l W mo 1 

?-^xMfeisfc 0 c 3 h] PK11195 <D<&m&)ii£'g-m& 

tz 0 mWl@Bc (K^jt) fi N Kjti: I C 50 m&m^T Cheng i: Prusoff <Z)5£ 
(Biochem. Pharmacol., 22, 3099-3108, 1973) fct£V^#|±} bfc 0 t6 5 



6 5 





Ki (nM) 


1 (16) 


0. 19 


1 (110) 


0. 22 


2 (14) 


3. 30 


2(7 1) 


0. 08 


2 (7 4) 


0. 16 


2 (10 5) 


0. 73 



»J2 : ?y hmm&'S.^^ h^^^VTK^Si-f^U^yu^mM 

4iSr^Itfc„ SDlityy MCv^n^dr^S: K2 0mg/mL^S 
(lmL) Srflftffirti8J^ U ^©5»10 IU/mL07KW3;Vf 
n ]> n tf y ? ft/U^r is (AC TH) MW. (0.3mL) 2r^rtS;#Lfc„ AC 
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m^fzLWmj&K&^iy^T-A m& : hV^mmS Ommo l/L ; 
|2 5 0mmol/L) X Lfc^, 2,000 g> 4°CT3^ 

'i>bfc 0 #6>^Lfc:Jh^^ 12,500 g N 4°Cl?l o^WJi^u ikfe%s<y7T 
-A^Si#U 12,500g, 4^1 O^jS'frbfc. #feti7c^Sr^5- 

/L ; U JJ ^^y77-l Ommo 1 /L ; h JJ x.jr / v_ /UT ^ ^ 

1 5mmo 1 / L ; *&<fb# JJ Ommo 1 /L ; ^ fc^ ^ *y r? J* 5 m 

mo l/L ; MJnj^^y; lOjumo l/L ; SU 10603 : 1 0/tmo 1 
/L) »L V ^^£fflV^c 0 V>-=?m (1 5 Ommo l/L) „ 0-N 
ADP + (5mmo l/L) *5 £ttt&ftfc£4fe 2 5 /z LOT ;yi? 

^V77-lr3 7°C^5^^^^-<>-^ 3 ^Lfc 0 grjfc 3 7°C 

&*S*tts h3yKyriM2 2 5 n LS&mu £ fetes 7°c-ei o# 



: 1 fimo l/L) „ -r^^rn.^:— ^oi^y w_ 7P (i m L) SrflPx. 
-CRJfcSHfctk n-^f-V (1.25m L) ^*tIx.Tffim^ Lfc. 



rtbSr 12,000 gt'5 a-rasM* l % mux Lfc ±m &m&my- lt^ : 

L7c:„ [ 3 H] Zfl"?*; Uls (10000c pm; 1 0 0 jx L) % %fcf\s?%; 
c^^tft: ( I CN Biomedicals Inc. ; 100/iL) % (100/iL) 

0 0/zL) SrJm^.TJ;<a»U 7fC-tT?l O^W^gbfc^, 1,000 gx 4"C 

SLfc 0 ^^/^(o^u^^y n^nm&m^hwmvrzL 0 ^©m, 

FGrNl-27^«pO^°W^/ n ^^^fiDMS O^gl^CO 1.37ffiP"e*>ofc 

^ ^wit-a-m (ism 2 (14) <d\\&w) ^mmm^yis ommm<o 
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0.98 fflrefcofco &tc s m6G\^(DttL<Di\:&m\Z&Z>~7Utf%;x2^m$L 
^<D^W^\,^T7rrf- (n = 5) 0 

^6 6 



it&Wd (I0jumol/L) 


/i/^/nyi4i (%) 


DMSO 


100 ±0.00 


CB34 


13 1.36 ±5.38 


Ro5-4864 


123.59 ± 5.41 


AC-5216 


122.65 ± 7.56 


PK11195 


101.82 ±1.64 



(DMSO mW&VzfUir*; p >om£c*?k 100 b U ita&tstom&to 



t£oT> FGW1-27. CB34 > Ro5-4864 N AC-5216 fi^T/Jf^y n ^M£M%: 
5 **$*5MBRr^ htMbtK *38W^^**Sj;tK PK11195 ^DMS 

10 

^^M2tC|Bftb^:^^-e, In mo 1 /LO FG1N1-27 m «t ^yi/^/ 

•fctfEl 2 }u/^f 0 EI^)^|ftfiDMSOOj^^4$rO% x lnmol/LO 
FGIN1-27 (D-yXs?*; o 1 0 0 L7£B#<Z\ FGIN1-27 ( 1 nm 

15 ol/L) tMBRT^^b (O.lpmol/L'-l/imol/L) M 
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MBR/y^^^htfC^ (14) <D\\&m (Ell) 

rjtPK11195 (0 2) £rJBV^ 0 

Wistar h £r/BV\ >b>m&)* h UyiJ— b/t (Brain Res., Ml 

21-28, 1994) 0 W(C^7 ^ bfr— AS>^tffci§$£fcjj$ 1 0 c m <D$! £ •£ -?7k 

13 V^^y&fflM (Output: $)6.5kW, Exposure time: 0.96s) Lfc^ MWffi 

0 n g) , tK (lmL) , ^oc^/ucc— 7VU/ n — ^^r^^ (9 : 
1) (3mL) ItMZ-XmW^t^ mMmm&, m-mmW. 3,000rpmT* 

*B3rS,£gv^5vWc— TVlo/n-^dMr-^ (9:1, 3mL) ~etttb^#^ 
©7k/T ir h = h y /l^ (1 : 9) T-ff^U LC-MSIC J: 9$r|5£bfc 0 

LC: Hewlett Packard series 1100 ; Column: Inertsil ODS-3, 3 n m, 2.1 * x 100 mm ; 
Temperature: room temp. ; Mobile phase: 5 mmoI/L C^COjNH^MeCN (10:90) ; 
Flow rate: 0.2 mL/min ; Injection vol. : 40 ii L 
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MS: Quattoro II (Micromass) ; Ionization mode: Atmosphere Pressure Chemical 
Ionization (APcI), positive ; Corona: 3.4 kV ; Sheath gas: N 2 (50 L/hr) ; Source 
temperature: lS(fC ; Probe temperature: 550*0 ; Detection: Pregnenolone: m/z 317.2 
(cone: 10 V) ; D 4 -pregnenolone:m/z 321.2 (cone: 10 V) 

k: 1/^7 n ^*©Ji^:r±5fintK: (30mg/k g&-Wp < 

o.oi, t-test) mmztitco z.<Di&mti&&mfc-&voi>K ^ f 



H^#|5 : MB R7y^ =?-^ b V^fi^iit 

Wistar y V &fflV\ foWfiX h U yV—fc&ffi bfc (Brain Res., Ml, 

21-28, 1994) o t*(C^7 y hfr— A^ttfc^^^^J 10c m<D^£ ^T'Tk 

15 Srft?*fc 0 jK#&5VM«M^^£i^n&#Lfc3 0^^^ M^f— 
AWfcWttU l«rlB«^JttJKR*«^fe (##10125) o 8^*5* TA * 
hv y f — Srrft # b * o it 7 y h i* 1 B$WI »a £ hs if JKH «ri~ 

20 J; «9 *»H:jtt3KR*#|i«i- 5 - 1 US:, ro^fta^ mbrt 

jKS (i) T^SfrSfl^^tfs.fctf— (m) -e^stts-fb^ftfitfi:^ b 

mmK, (n) ^ (iv) *3«J:tj? (v) -e^ 

MBR7^ r«^fo3 AC-5216 % Ro5-4864 % CB34 ~7?feftMM&1&btlt£ 
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J&»ofcj&* x MBRm^ PK11195 *5j:TJ*— J^iS (I) X°7J<& 



6 7 



AC-5216 


Vehicle 


0.3mg/kg, p.o. 


3mg/kg, p.o. 


3 Omg/kg, p.o. 


8.6±0.99M 


9.6±0.74j@ 


7.5± 0.634@ 


9.3 ±0.9440 


n=10 


n=10 


n=10 


n=10 




Ro5-4864 


Vehicle 


3mg/kg, p.o. 


1 Omg/kg, p.o. 


3 Omg/kg, p.o. 


8.6±0.824@ 


8.9 ± 1.1640 


9.2 ±0.9840 


8. 6 ±0.9 140 




CB34 


Vehicle 


3mg/kg, p.o. 


1 Omg/kg, p.o. 


3 Omg/kg, p.o. 


9.7 ±0.70^ 


10.2±0.96fi 


7.6 ± 0.934® 


8. 6 ±1.0040 




PK11195 


Vehicle 


0.3mg/kg, p.o. 


3mg/kg, p.o. 


3 Omg/kg, p.o. 


8.9±0.82ffi 


6.4 ±0.764® 


6.6 ±0.9740 


5.5±O.8l40* 


*p<0.05 vs vehicle (U-*est) 


^^•12(14) 


Vehicle 


0.3mg/kg, p.o. 


3mg/kg, p.o. 


3 Omg/kg, p.o. 


10.0±0.88fi 


6.1 ±0.8240* 


6.6 ±0.7640* 


5.1 ±0.7840** 


**p<0.01, *p<0.05 vs vehicle (U-test) 



10 -jKsfc (I) -C^**t«*»WflS#*W:. MBR^tS^SrftS 

is Bars** ^it^, irh=- ^«t^> maurra. 
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mm&te*?) > mwkmzkmm (*m®nsnhm, ^m^st^ wmm 



; foffimm, mmmfc, &£v^<b*) % 1*1 



, m^mmmmmm^if) > w 



wmm, smwrngmfc. fom&mmmft. ^Ht£^#3§#. 



20 tfffi- ■ nlH?*W5fo£Jft 0 



2) %:<D\\&m<D%M - m&w, ^M<Dmm, 
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3) ^(Dfc&WKDmftffiM 



5Rfci*) > (*/7^ ViSfj|I6£, *7T$Vt^^Pl*^ 

^/T^fTO&^RB.^^ (SNR I, S SR I ) „ K<"?* ^ (D 2) 



7^ — if &§.»fl> -fen h = 



l/gHjCM (5-HT3j^I, 5-HT4^I) x -fep h ^^ft»£ (5 



-HT4f®I % 5-HTlAf»I) . 



(CCK — A}£ 



25 tfSSs i3 3f»^ xt^WVtift&k^ FftWim, NKlt 
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iytf-r—vmrn, crf^h) 



iilf, — (I) 



n>f KI, 5 - J7 eRMHRk LTB4» MEf 



J£ N COMT (*f3^-0-^f/l/h7^7 



c c k - A^mts: z&mf bfaz>o 

atm, st^ss, g#*f>&fifiEi& «W8»au m^m^j, tf^RtfflL 
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ftmmmmmM, nm^mmmm, mmm (coMTim ^nh=y 
m (cck-am) ^^^}ff,tis 0 

— ^ (I) T^^tLS-fk^OST Soffits XX? 

r*> ihmi. H2stmi, M^^igMtim. mimmmi&mm, 

^itLXft, v^Ti?^^ t^f/7A, 7/^/7^ TJV-f^ 

Hi^poii u-cfi, hi) ^ N >\ ? d^7 
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* 

So 

t = U vli Ltll M&fc£. ^it^^O-^U— K HM77hPt'!) 

^y ^if^#ff bn<5 0 

Mf ^atgp«J5^ i LTfi, y f^n^^^ K, K^y Kv, 
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*&wx*m^z— use* (i) T'^^tbSf^#>^fc^nb^#^^ 

-So 

tsf^stt, 3Et»t N rasas**, s^^fe, fammmmfczym 

ftStf^ fifeA— A$>fct)> 1IhI^o# % lmg^fj 1000mg©|gi^ 

Bn&i?-<Dt£%><Dm{fci&f&m\zn, mm, %m, ^y±/um, mm, mm 
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;f*§5bk, m-gr#$^a 0 ^<Dm^fis ^te^^m 

^fcfiffljw^ wmMv> & o tuffiwm, ^rmm. mm&, ^mn, mmm&& 

15 WUTV^T%«fcV\ 



^rifett^ tt^ttdfeBttfttB 2,868,691 ^-*S .fcU^fl 3,095,355 ^CPU<|B^ 
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/w<-h8 0 (£ftjgrfR) Se#*>5 0 #*tt©«sjK*!U 
fcB&JBJSU «iPHRU ^bm> 5HKfcU SfcJ&fttffl 7* h-^) , ^ 

15 >m^- h v &j»h5^n?^m<D£ v^mmm^^i^x^xh «tv\ ;* 

^•U— *|©Kjt^jfe«: % ff&f&feBtifflFft 2,868,691 **5±tJTOS 3,095,355 

20 H!l tt. 7 5^b I'JW&fCS^ 5 ha^KUT fc*3V^ FGIN1-27 \C «fc 5 ~f 
HI 2 {3u 9 $> h I'J W£tlCliJ5fc 5>^yKIl7 }d*5V ^T, FGIN1-27 

uy*/vi ^m£.A<Dm±fctt-i-z> PK11195 (ofcm*7Fir 0 

25 

^§91 teMMHrZi fz.ib(Diik&.<D : R0W 
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2-^pp^;l/7^y (7 0 8mg) *5ctt)« MJ zcf-jvy 5 ^ (0.7m 
1) OT F7t Kn77^ (3.0ml) ^^tK^T. 2 h ^s^vVJ 
/l-tu^J K ( 8 5 3 m g ) ^ABx. N 1 B#IM}l#bfc 0 Kj£$ft£-*& 

15 (l.3l g) Sr#fc„ 

T L C : R f 0.45 (n -^M^ : ©1^c^/^= 2 : 1) 0 

mmm 1 ( d ~him i (127) 
mmmi (1) 

203 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



N— ( 2 - ^ n n - 6 - 7^ t n ^ y — 2 — MJ 7A-^B^fM^ 

XT ^ K 



CF, O 




TLC : Rf 0.24 (|^^ac^/l- : n— ^^^=3 : 7) ; 
5 NMR(CDC1 3 ) : 5 7.69-7.49 (m, 4H), 7.30-7.23 (m, 2H), 7.07-7.01 (m, 1H), 6.07 
(brs, 1H), 4.83 (dd, J = 5.7, 1.8 Hz, 2H) 0 



ill (2) 



N— (2 — ^ n n — 6 — zr/u^-v^isif/u) -N-^f;i'-2-^PB^y 



10 XT ^ K 




TLC : Rf 0.33 (gfc^c^/t^ : n-^rlJ-;x=3 : 7) ; 
NMR(CDC1 3 ) : 5 7.49-6.96 (m, 7H), 5.15 (brd, J = 13.0 Hz, 1H x 3/5), 4.95 (brd, J 
= 13.0 Hz, 1H x 3/5), 4.69 (d, J = 14.4 Hz, 1H x 2/5), 4.49 (dd, J = 14.4, 1.8 Hz, 1H x 
1 5 2/5), 2.96 (s, 3H x 2/5), 2.67 (s, 3H x 3/5)„ 



111 (3) 



N—^O'i^A^ — N— ( 2 - ^ P D - 6 - 7;^P^y^;l') 
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CI O F 




TLC : Rf 0.19 (i^a^/i^ : n-^r1^=l : 9) ; 
NMR(CDC1 3 ) : 8 7.50-6.84 (m, 12H), 5.05 (d, J = 15.0 Hz, 1H), 4.94 (m, 1H x 
1/2), 4.70 (d, J = 14.3 Hz, 1H x 1/2), 4.49 (d, J = 14.3 Hz, 1H x 1/2), 4.34-4.28 (m, 
5 1.5H)o 



N - ( 2 — * ^yw^sW —2, 6 — v 5 ^ n p/<yX7 ^ K 




10 TLC : Rf 0.33 (g^j^A- : n — ^MJ- V= 1 : 3) ; 

NMR(CDCi 3 ) : 6 7.37-7.18 (m, 7H), 5.81 (brs, 1H), 4.67 (d, J = 5.4 Hz, 2H), 2.42 
(s, 3H)„ 



mmmi (5) 

15 N— (4— ~7/V^-u^<-yi^;V) -2-^00-4-7/^0^X7^ F 

CI o 




TLC : Rf 0.19 (@f^r.^/k : n-^^>-=l : 4) ; 
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NMR(CDC1 3 ) : 5 7.75 (dd, J - 8.7, 6.3 Hz, 1H), 7.35 (dd, J = 8.4, 5.4 Hz, 1H), 

7.15 (dd, J = 8.4, 2.4 Hz, 1H), 7.09-7.02 (m, 4H), 6.53 (brs, 1H), 4.62 (d, J = 5.7 Hz, 
2H) 0 



5 UMl (6) 

N— — -2, 3-^ao^yXT5 K 

CI o 




TLC : Rf 0.20 (g^t^vU : n— ^=¥i?-^=3 : 7) ; 
NMR(CDC1 3 ) : 8 7.53 (dd, J = 8.1, 1.5 Hz, 1H), 7.48 (dd, J = 8.1, 1.5 Hz, 1H), 
10 7.37-7.24 (m, 3H), 7.09-7.02 (m, 2H), 6.29 (brs, 1H), 4.62 (d, J = 5.7 Hz, 2H) 0 



HjfeMl (7) 

N- (4-7/u^-a^<>'v?/^) -2, K 



CI O 




15 TLC : R f 0.31 (ifc^n^Vt' : n -^rf- V= 1 : 4) ; 

NMR(CDC1 3 ) : 5 7.68 (t, J = 1.5 Hz, 1H), 7.37-7.30 (m, 4H), 7.08-7.02 (m, 2H), 
6.49 (brs, 1H), 4.62 (d, J = 6.0 Hz, 2H) 0 



;jfe#ui (8) 



20 N — 2 , 5 — n D^yX7 ^ K 
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CI o 




TLC : Rf 0.36 QBIflgt^^A' : n— ^^f"9"^=l : 4) ; 

NMR(CDC1 3 ) : 5 7.68 (m, 1H), 7.38-7.26 (m, 7H), 6.48 (brs, 1H), 4.66 (d, J = 5.7 

Hz,2H) 0 

2- (4— ^/l^a^i/i^/Kfc/W^^/U) 



HOOC O 




TLC:Rf 0.23 I^^=l : 10) ; 

10 N M R (DMSO-de) : 8 12.97 (brs, 1H), 8.85 (t, J = 6.0 Hz, 1H), 7.76 (d, J = 7.2 Hz, 
1H), 7.60-7.39 (m, 5H), 7.13 (t, J = 9.0 Hz, 2H), 4.40 (d, J = 6.0 Hz, 2H) D 



ffiM 1 (1 0) 




TLC:Rf 0.34 V>"=1 : 9) ; 

NMR (DMSO-dg) : 6 13.92 (brs, 1H), 8.76 (t, J = 5.4 Hz, 1H), 7.75 (dd, J = 7.5, 1 .5 

Hz, 1H), 7.59-7.35 (m, 4H), 7.15 (m, 3H), 4.38 (d, J = 5.4 Hz, 2H), 2.31 (s, 3H)„ 
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HlMl (11) 

n— (2^^vw<:/^>^) - 2 -^y^t^^yxr ^ k 




5 T L C : R f 0.49 (if^n^vu : n ~^^^= 3 : 7 ) ; 

NMR(CDCI 3 ) : 8 8.29 (dd, J = 7.8, 1.5 Hz, 1H), 8.08 (brs, 1H), 7.48-7.42 (m, 1H), 
7.33-7.04 (m, 11H), 5.10 (s, 2H), 4.55 (d, J = 5.4 Hz, 2H), 2.18 (s, 3H) 0 

HiiffJi (i 2) 

10 N- (2-°? ^~/U^<l/Z?/u) — 2, 6-^nn^r?K 




TLC : R f 0.20 (g^o^/p : n -^=3rf-^= 1:4) ; 

NMR(CDC1 3 ) : 8 7.65-7.60 (m, 1H), 7.47-7.18 (m, 11H), 5.81 (bs, 1H), 4.65 (d, J 

= 5.4Hz,2H) 0 . 

mmm 1 (13) 
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^ K 




TLC : R f 0.23 (Bfflfcn^ : n-^^^=l : 4) ; 

NMR(CDC1 3 ) : 8 8.35-8.26 (m, 2H), 7.46-7.38 (m, 1H), 7.38-7.28 (m, 5H), 7.20- 

7.00 (m, 4H), 6.95-6.88 (m, 1H), 5.12 (s, 2H), 4.72 (dd, J = 5.1 Hz, 1.5 Hz, 2H) 0 

HiiM 1 (14) 

N- (1, 2, 3, 4-T t Kot7^ U^— 1 - 2, 6 — 

ci o 




TLC : R f 0.26 (n — ^^f-^ : if^c^vl^ 4 : 1 ) . 
NMR(CDC1 3 ) : 5 7.49-7.42 (m, 1H), 7.35-7.28 (m, 2H), 7.25-7.15 (m, 3H), 7.14- 
7.07 (m, 1H), 6.00-5.90 (m, 1H), 5.46-5.38 (m, 1H), 2.90-2.71 (m, 2H), 2.26-2.14 (m, 
1H), 2.12-2.00 (m, 1H), 1.94-1.84 (m, 2H) 0 

JgjiSffiJ 1 (15) 

N- ( 4 - 7/1/t o - 2 - h 9 7;l/tn ^ v>;V) —2, 
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CI 



TLC : Rf 0.69 (H^n^/U : n— ^iriM^l . 2 ) ; 

NMR(CDC1 3 ) : 5 7.71 (dd, J = 8.4 HZ, 5.1 Hz, 1H), 7.69-7.66 (m, 1H), 7.38 (dd, J 

= 8.4 HZ, 3.0 Hz, 1H), 7.36-7.23 (m, 3H), 6.63 (bs, 1H), 4.79 (d, J = 6.3 Hz, 2H) 0 

SMI 1 (16) 

N- (4-^/U^-x2 — 2—h]}y/^ytv2^^/U^<^^/u) —2, 3— i??xi 




F 



10 TLC : Rf 0.48 (ftsS^^vU : n-^3r^:/=l : 2) ; 

NMR(CDC1 3 ) : 6 7.73 (dd, J = 8.4 HZ, 5.1 Hz, 1H), 7.54 (dd, J = 8.1 HZ, 1.8 Hz, 
1H), 7.46 (dd, J = 7.5 HZ, 1.8 Hz, 1H), 7.39 (dd, J = 8.7 HZ, 2.4 Hz, 1H), 7.32-7.23 
(m, 2H), 6.37 (bs, 1H), 4.79 (d, J = 6.0 Hz, 2H)„ 

15 mmm 1 (17) 

N— (2— n — 4— ^/U-^-a^^i^/i^) —2, 5-^na^yX7^ 
K 
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CI O CI 




CI 



TLC : Rf 0.51 (gm^f-fr : n-^f-^= x . 2 ) 
NMR(CDC1 3 ) : 8 7.71-7.67 (m, 1H), 7.50 (dd, J= 8.4 HZ, 6.0 Hz, 1H), 7.36-7.32 
(m, 2H), 7.16 (dd, J = 8.4 HZ, 2.7 Hz, 1H), 7.00 (td, J = 8.4 HZ, 2.7 Hz, 1H), 6.70 (bs, 
1H), 4.69 (d, J = 6.3 Hz, 2H) 0 

Hiffi i (is) 

N- ( 2 - ^ n p - 4 - 7;^ n —2, 

K 




TLC : R f 0.26 (BNfcac^yi, : n «^^= 1 : 2) ; 

NMR(CDC1 3 ) : 5 7.56-7.45 (m, 2H), 7.30-7.23 (m, 2H), 7.16 (dd, J = 8.4 HZ, 2.7 
Hz, 1H), 7.00 (td, J = 8.4 HZ, 2.7 Hz, 1H), 6.47 (bs, 1H), 4.70 (d, J = 6.0 Hz, 2H) Q 
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TLC : Rf 0.58 (Mfc*^ : n-^MM^l : 3) ; 

NMR(CDC1 3 ) : 5 7.72-7.69 (m, 1H), 7.50 (d, J = 2.4 Hz, 1H), 7.38-7.30 (m, 2H), 

7.28-7.21 (m, 2H), 6.74 (bs, 1H), 4.70 (d, J = 6.0 Hz, 2H) 0 

N- (2, 5 -^7/^0^^^) —2, 5-^nn^yX7; K 




TLC : Rf 0.57 (g&tazf-A' : n — ^iM^= i : 3) ; 

NMR(CDC1 3 ) : 5 7.70-7.67 (m, 1H), 7.38-7.32 (m, 2H), 7.20-7.13 (m, 1H), 7.08- 

6.92 (m, 2H), 6.63 (bs, 1H), 4.67 (d, J = 6.3 Hz, 2H)„ 

HjfeM 1 (21) 

N- (2, 5 — v 5 ^ n n^^/^/U) — 2 — ^ a p^yXT 5; K 



CI O CI 




CI 



TLC : R f 0.34 (gmt^A* : n — ^^-^= 1:3) ; 

NMR(CDC1 3 ) : 5 7.74-7.70 (m, 1H), 7.52 (d, J - 2.4 Hz, 1H), 7.44-7.30 (m, 4H), 

7.23 (dd, J - 8.1, 2.4 Hz, 1H), 6.73 (bs, 1H), 4.71 (d, J = 6.3 Hz, 2H) 0 



ill (2 2) 
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N— (2, 5— i?'7/l'$-U'<l/i?M -2-^DP«^yX7^ K 



CI O F 




F 



TLC : Rf 0.29 (S^St^^^ : n— ^M^=l : 3) ; 

NMR(CDC1 3 ) : 8 7.73-7.68 (m, 1H), 7.44-7.30 (m, 3H), 7.22-7.14 (m, 1H), 7.07- 

6.90 (in, 2H), 6.64 (bs, 1H), 4.69 (d, J = 6.0 Hz, 2H) D 

HlfeM 1 (23) 

N— (4 — — 2— h V ^/l^np^/W^i/vW 

XT K 




F 



TLC : Rf 0.33 (gjsgftoifvw : n-^= 3 ri^^=l : 3) ; 

NMR(CDC1 3 ) : 6 7.76-7.64 (m, 2H), 7.42-7.22 (m, 5H), 6.62 (bs, 1H), 4.80 (d, J = 

6.3 Hz, 2H)„ 

mmmi (24) 

N— (2-^nn-4-7;^n^W — 2 — ^ n n^yXT 5: K 



CI O CI 




213 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 PCT/JP02/10377 



TLC : R f 0.21 : n-— =¥^>-=l : 4) ; 

NMR(CDC1 3 ) : 5. 7.70 (dd, J = 6.9 Hz, 1.8 Hz, 1H), 7.52 (dd, J - 8.7 Hz, 6.0 Hz, 
1H), 7.42-7.29 (m, 3H), 7.15 (dd, J = 8.7 Hz, 2.4 Hz, 1H), 6.99 (td, J = 8.7 Hz, 2.4 Hz, 
1H), 6.70 (bs, 1H), 4.71 (d, J = 6.0 Hz, 2H) 0 



360.1 1 (25) 



N 



( 4 — ^/v^-n — 2 — y/v^ru ^ ^/v^-y-J/v) — 5 — 77^13 — 



2—hV yjvU-u * f;^yX7 5 K 

CF 3 O 





10 TLC : Rf 0.50 (g^cc<^ : n — -/^MM"= 1 : 3) ; 

NMR(CDC1 3 ) : 5 7.74-7.67 (m, 2H), 7.39 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 7.32-7.18 
(m, 3H), 6. 13 (bs, 1H), 4.76 (d, J = 6.0 Hz, 2H)„ 



asm 1 (26) 

15 N- (2-^np-4-7;i/tP^y^) — 5 — y jv^rxi — 2 — MJ 



CF 3 O 





TLC : R f 0.44 (g&Stx.<7-As : n-^=^l7-^= 1:3) ; 

NMR(CDC1 3 ) : 5 7.70 (dd, J = 8.1 Hz, 4.8 Hz, 1H), 7.50 (dd, J = 8.4 Hz, 6.0 Hz, 
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1H), 7.28-7.18 (m, 2H), 7.16 (dd, J = 8.4 Hz, 2.7 Hz, 1H), 7.01 (td, J = 8.4 Hz, 2.7 Hz, 
1H), 6.22 (bs, 1H), 4.68 (d, J = 6.0 Hz, 2H)„ 

mmmi (27) 

CI o 




TLC:Rf 0.77 ^no*;^=l : 10) ; 

NMR(CDC1 3 ) : 5 7.68-7.64 (m, 1H), 7.38-7.26 (m, 4H), 6.69 (brs, 1H), 6.46-6.43 
(m, 2H), 4.58 (d, J = 5.7 Hz, 2H), 3.83 (s, 3H), 3.80 (s, 3H) C 

1 (28) 

N-7i^f;l^-2-^PP^X7^ K 




TLC : R f 0.74 (^7-/1': ^PD*/VA=1 : 2 0) ; 
NMR(CDC1 3 ) : 8 7.63-7.58 (m, 1H), 7.38-7.19 (m, 8H), 6.21 (brs, 1H), 3.75 (q, J = 
7.0 Hz, 2H), 2.96 (t, J = 7.0 Hz, 2H)„ 

MMM l (29) 
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CI O CH 3 

Kj H KJ 



TLC : Rf 0.44 (i^a^vU : n-^=3rf->'=3 : 7) ; 

NMR(CDC1 3 ) : 6 7.68-7.65 (m, 1H), 7.43-7.26 (m, 8H), 6.46 (brs, 1H), 5.34 (m, 

1H), 1.62 (d, J = 6.9 Hz, 3H) 0 



op) 



CI 




TLC : Rf 0.40 (^gg^^/U : n-^^-^-^=3 : 7) ; 
10 NMR(CDC1 3 ) : 5 7.73-7.70 (m, 1H), 7.43-7.21 (m, 7H), 6.38 (brd, 1H), 5.72 (td, J 
= 7.8, 7.8 Hz, 1H), 3.09-2.88 (m, 2H), 2.78-2.67 (m, 1H), 2.03-1.91 (m, 1H) Q 



15 



■mm i (3D 

N- (2 — ^^yw^-SW -2-^Dn^yX7 5 K 




TLC : Rf 0.30 (g^rc^Vw : n-^^ih^=3 : 7) ; 

NMR(CDC1 3 ) : 6 7.69-7.66 (m, 1H), 7.40-7. 19 (m, 7H), 6^32 (brs, 1H), 4.65 (d, J = 

5.4 Hz, 2H), 2.40 (s, 3H)„ 
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mmmi o 2) 

N- (2, Q-i^y/u^ru^<>^/]y) -2-^an^yX7 5 K 



CI O F 




T L C : R f 0.32 (g^a^l^ : n — ^^rf"V= 3:7); 

NMR(CDC1 3 ) : 5 7.69-7.66 (m, 1H), 7.40-7.22 (m, 4H), 6.95-6.89 (m, 2H), 6.59 

(brs, 1H), 4.76 (d, J = 5.4 Hz, 2H) C 

H»J 1 (33) 



CI O CI 




L TLC : R f 0.33 (ff^n^/U : n — ^dp-f-^= 3:7); 
NMR(CDC1 3 ) : 5 7.71-7.68 (m, 1H), 7.39-7.21 (m, 5H), 7.07-7.01 (m, 1H), 6.58 
(brs, 1H), 4.86-4.83 (m, 2H) C 

^jife^il (3 4) 

N— ( 2 - ^ p P - 6 - 7/^0^^^) — 2 f;l/^yX7 5 K 




T L C : R f 0.49 (IUkc^/l" : n — ^drf-^= 3:7); 
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NMR(CDC1 3 ) : 8 7.35-7.14 (m, 6H), 7.07-7.01 (m, 1H), 6.04 (brs, 1H), 4.82-4.80 
(m, 2H), 2.43 (s, 3H)„ 



mmi (3 5) 

5 N— ( 2 , 6 — t?* — 2 — ^ n n^yxr 3; K 




10 



TLC : Rf 0.42 (f^o^/l^ : n— ^M^=3 : 7) ; 

NMR(CDC1 3 ) : 5 7.68-7.63 (m, 1H), 7.37-7.03 (m, 6H), 5.97 (brs, 1H), 4.68 (d, J = 

4.8 Hz, 2H), 2.43 (s, 6H) e 



•jjgjl 1 (36) 

N— (2 — 9 a a — 6 — "7 )VHrxi*<'y*?j\S) — 2— ^h^r> 




OCH 3 CI 



7 5 K 



TLC : R f 0.28 (i^a^/W : n — ^dp-f- v= 3:7); 
15 NMR(CDC1 3 ) : 5 8.47 (brs, 1H), 8.23 (dd, J = 8.0, 2.0 Hz, 1H), 7.47-7.38 (m, 1H), 
7.27-6.93 (m, 5H), 4.86-4.83 (m, 2H), 3.94 (s, 3H) 0 



•jjfeMl (3 7) 
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T L C : R f 0.29 (gm^f-As : n — 3:7); 
NMR(CDC1 3 ) : 8 7.41 (del, J = 1.8, 0.9 Hz, 1H), 7.28-7.20 (m, 2H), 7.13 (dd, J = 
3.3, 0.9 Hz, 1H), 7.06-7.00 (m, 1H), 6.67 (brs, 1H), 6.48 (dd, J - 3.3, 1.8 Hz, 1H), 
5 4.80 (dd, J = 5.9, 1.8 Hz, 2H) C 

mmm 1 (38) 

N— (2, 4-^pdx^/1/) -<yX7 ^ K 



CI O CI 




10 TLC : R f 0.34 (gfc^cfvp : n-^^-^^=3 : 7) ; 

JMMR(CDC1 3 ) : 6 7.73-7.68 (m, 1H), 7.50-7.23 (m, 6H), 6.73 (brs, 1H), 4.71 (d, J = 
5.8 Hz, 2H) 0 



U 1 (39) 



15 N- (3, - 2 — $ a p^yXT 5 K 




TLC : R f 0.35 (j&ifcnfvl' : n — ^dp-f-^= 3:7); 

NMR(CDC1 3 ) : 5 7.72-7.67 (m, 1H), 7.48-7.20 (m, 6H), 6.62 (brs, 1H), 4.61 (d, J = 
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5.8 Hz, 2H) 0 

N— (4 — hV 7;^p^ ^vl^VSM') — 2 — ^ ta n^yXT 5; K 

CI O 




T L C : R f 0.21 Qgm^/V : n 3:7); 

NMR(CDC1 3 ) : 8 7.75-7.26 (m, 8H), 6.63 (brs, 1H), 4.73 (d, J= 6.0 Hz, 2H) 0 




TLC : Rf 0.29 (fflsgfcnfvi, : n -^lJ-^=3 . 7 ) . 

NMR(CDC1 3 ) : 5 7.39-7.16 (m, 7H), 7.02-6.93 (m, 1H), 5.76 (brs, 1H), 4.58 (dd, J 
= 5.6, 1.6 Hz, 2H), 3.57 (s, 2H) 0 

mwi (42) 

N— (4 — ? o n-^y^/u) K 

CI o 
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TLC : R f 0.32 (H$ta:?vU : n -^f-^= 3 : 7) . 

NMR(CDC1 3 ) : 5 7.73-7.68 (m, 1H), 7.43-7.26 (m, 7H), 6.52 (brs, 1H), 4.64 (d, J = 
5.8 Hz, 2H) 0 

gUM 1 (43) 

N- ( 1 — ^"7 ^ jv ^ J- ;V) K 

CI O 




TLC : R f 0.36 OflSfccTvl/ : n— ^HJ->-=3 : 7) ; 
NMR(CDC1 3 ) : 6 8.15-8.11 (m, 1H), 7.92-7.82 (m, 2H), 7.69-7.25 (m, 8H), 6.40 
(brs, 1H), 5.12 (d, J = 5.0 Hz, 2H) 0 

giii (4 4) 

"N— (2-^PD-6-7;l'tD'<^) —2, 6-^ h^^yXj 




TLC : Rf 0.32 (gm^A' : n-^M^=l : 1) ; 
NMR(CDC1 3 ) : 6 7.27-6.99 (m, 4H), 6.52 (d, J = 8.4 Hz, 2H), 6.06 (brs, 1H), 4.81 
(dd, J = 5.7, 1.5 Hz, 2H), 3.76 (s, 6H) D 
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mmmi us) 

N- (2 — 9 n n— 6 — 7^0^^^) — 2, 6-^0 13^X7 5 
K 




5 TLC : Rf 0.56 ®£g^^/^ : n-^^ri?-^=l : 1) ; 

NMR(CDC1 3 ) : 5 7.35-7.23 (m, 5H), 7.07-7.01 (m, 1H), 6.01 (brs, 1H), 4.86 (dd, J 
= 5.7, 1.8Hz,2H) 0 

glMMl (4 6) 

10 N- (2 — ^ n n — 6 — ^/l^n^^v^) — 2 — ^ ]> o^yXT 5; K 




TLC : Rf 0.42 (gf^cfvU : n-^3r-?-:/=l : 1) ; 

NMR(CDC1 3 ) : 8 8.06 (dd, J = 8.1, 1.2 Hz, 1H), 7.68-7.50 (m, 3H), 7.31-7.22 (m, 

2H), 7.09-7.02 (m, 1H), 6.11 (brs, 1H), 4.85 (dd, J = 5.9, 1.7 Hz, 2H)„ 

15 

mmm 1 (47) 
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O 




F 



O 



CI 



T L C : R f 0.25 (gftkx.?- fl? : n — •^3MM'= 1:4); 

NMR(CDC1 3 ) : 5 7.96-7.93 (m, 2H), 7.58-7.13 (m, 9H), 6.98-6.92 (m, 1H), 6.59 

(brs, 1H), 5.53 (s, 2H), 4.81 (dd, J = 5.4, 1.5 Hz, 2H)„ 



N- (2 — ^ a a — 6 -^/W^-n^O-V/W) -2-^W^y^7 



10 TLC : Rf 0.38 (g^^^/W : n-^^1h>'=3 : 7) ; 

NMR(CDC1 3 ) : 8 10.33 (brs, 1H), 8.19-8.16 (m, 1H), 7.43-7.37 (m, 1H), 7.26-7.15 
(m, 4H), 7.06-7.00 (m, 1H), 4.85 (dd, J = 5.7, 1.5 Hz, 2H), 2.63 (s, 6H) Q 

gljlMl (4 9) 

15 N— (2—?vu—G—7;V$-vi'<l/x?;V) — 2 — (4 — ^ b ^ y 



5 





CI 
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TLC : R f 0.43 (g|?»a^/W : n -^=¥f->-= 1:4); 

NMR(CDC1 3 ) : 5 7.71-7.68 (m, 1H), 7.49-7.38 (m, 3H), 7.15-7.03 (m, 2H), 6.89- 

6.83 (m, 2H), 6.74 (s, 4H), 5.05 (s, 2H), 4.76 (dd, J = 5.4, 1.5 Hz, 1H), 3.78 (s, 3H) 0 

Hffiflil 1 (50) 

N- (2-^nn-6-7/Vtn^/i/) —2, 6-^f;^yX7 5; 
K 




10 - TLC : Rf 0.38 (ij^c^vU : n-^^i^V=3 : 7) ; 

- NMR(CDC1 3 ) : 6 7.29-6.97 (m, 6H), 5.88 (brs, 1H), 4.82 (dd, J = 5.4, 1.5 Hz, 2H), 
2.27 (s, 6H) 0 




jl (51) 



15 N- (2-^no-6-7/VtP^^) — 1 — ^yf-AsjJ/VHR^i/T % 

K 




TLC : R f 0.49 (g^^J-^/l^ : n-^\^f-^= 3:7); 
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NMR(CDC1 3 ) : 8 8.34-8.31 (m, 1H), 7.92-7.84 (m, 2H), 7.61-7.41 (m, 4H), 7.28- 
7.23 (m, 2H), 7.09-7.03 (m, 1H), 6.26 (brs, 1H), 4.93 (dd, J = 5.7, 1.5 Hz, 2H) 0 

mmmi (52) 

2- (2, —1, 2, 3, 4-fh7tKo'fy 

CI o 




TLC : Rf 0.43 Qgftk^.'f'A' : n-^^ri?-^=3 : 7) ; 

NMR(CDC1 3 ) : 6 7.38-6.92 (m, 7H), 4.98 (s, 2H x 3/5), 4.38 (s, 2H x 2/5), 4.05 (t, 

J = 6.0 Hz, 2H x 2/5), 3.49 (t, J = 6.0 Hz, 2H x 3/5), 3.00 (t, J = 6.0 Hz, 2H x 2/5), 
2.90 (t, J = 6.0 Hz, 2H x 3/5) 0 

MMM l (53) 

N- (2 — ? n n — 6 — zr/i/^ru^i/it/v) —2, 
K 




TLC : R f 0.43 (it^c^vk : n-— 3rf"^= 3 : 7) ; 
NMR(CDC1 3 ) : 5 7.53-7.46 (m, 2H), 7.30-7.22 (m, 3H), 7.08-7.01 (m, 1H), 6.33 
(brs, 1H), 4.84 (dd, J= 5.7, 1.5 Hz, 2H) 0 



225 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



MttiSffl 1 (54) 

N— ( 2 — # a n— 6 — jVjru^l/^fV) —2, 4-^PP^yX7 5 
K 




5 TLC : Rf 0.50 (H^t^vU : n-^.=¥^^=3 : 7) ; 

NMR(CDC1 3 ) : 5 7.66 (d, J = 8. 1 Hz, 1H), 7.39 (d, J - 2. 1 Hz, 1H), 7.3 1-7.21 (m, 
3H), 7.07-7.01 (m, 1H), 6.64 (brs, 1H), 4.83 (dd, J = 5.7, 1.5 Hz, 2H) 0 

glJfeM 1 (55) 

10 N- (2—^h^riy^<^^/U) -2, 6-^PP^yX7 5K 

CI O H 3 CO 




TLC : Rf 0.31 (JSfSBt^f- : n-^^>'=3 : 7) ; 
NMR(CDC1 3 ) : 5 7.43-7.20 (m, 5H), 6.95 (t, J = 7.2 Hz, 1H), 6.88 (d, J = 8.1 Hz, 
1H), 6.18 (brs, 1H), 4.67 (d, J = 6.3 Hz, 2H), 3.85 (s, 3H)„ 

iii 1 (56) 

N— ( 4 — ^/l^^-xvl-) — 2, 6 — v 5 ^ n n -<yX7 ^ K 



CI O 
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TLC : Rf 0.42 : n-^^^=S : 7) ; 

NMR(CDC1 3 ) : 6 7.35-7.21 (m, 5H), 7.16 (d, J = 8.4 Hz, 2H), 5.95 (brs, 1H), 4.64 

(d, J = 5.4 Hz, 2H), 2.34 (s, 3H) 0 

5 Safcflll (5 7) 

N _ ( 2 - b y f'A'^WA') -2, 6 n O^VXT 5 K 



TLC : Rf 0.49 QSm^A^ : n— ^MJ->-=3 : 7) ; 
NMR(CDC1 3 ) : 6 7.80 (d, J - 7.8 Hz, 1H), 7.67 (d, J = 7.8 Hz, 1H), 7.58 (t, J = 7.8 
10 Hz, 1H), 7.42 (t, J = 7.8 Hz, 1H), 7.33-7.22 (m, 3H), 6.07 (brs, 1H), 4.86 (d, J = 6.3 
Hz,2H) 0 

gSUfcflll (5 8) 

N _ (2— ^ h^i/^^v 5 ^) -2-^0^-6-7^0^X7^ K 



TLC : Rf 0.40 (g&k^f'A' : n— ^^r^V=3 : 7) ; 
NMR(CDC1 3 ) : 6 7.38 (dd, J = 7.5, 1.5 Hz, 1H), 7.32-7.26 (m, 2H), 7.21-7.17 (m, 
1H), 7.05-6.93 (m, 2H), 6.89 (d, J = 8.1 Hz, 1H), 6.27 (brs, 1H), 4.67 (d, J = 5.7 Hz, 
2H), 3.85 (s, 3H)„ 





H 3 CO 



15 



20 
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mm i (59) 

N _ ( 2 -t h2c^^i?M -2, 6-i?7;wto^Xr^K 

H 3 CO 




TLC : Rf 0.39 (@^^^/V : n — ^M*-^— 3 : 7) ; 

NMR(CDC1 3 ) : 5 7.37-7.26 (m, 3H), 6.97-6.88 (m, 4H), 6.45 (brs, 1H), 4.65 (d, J = 

6.0 Hz, 2H), 3.87 (s, 3H)„ 



111 (6 0) 



N 



(3-^ h*ci 



OCH3 




TLC : R f 0.37 OSBI^/^ : » — ^MM'- 3 : 7) ; 

NMR(CDC1 3 ) : 5 7.34-7.22 (m, 4H), 6.98-6.96 (m, 2H), 6.85-6.81 (m, 1H), 6.02 

(brs, 1H), 4.66 (d, J = 6.0 Hz, 2H), 3.80 (s, 3H)„ 



■jjj^ 1 (61) 

N- (4-^b^^-O-^) -2, 6-^nB^X7 5K 




OCH3 



TLC :Rf 0.35 (Bffll^A' : n -=¥^^=3:7) ; 
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NMR(CDC1 3 ) : 8 7.35-7.21 (m, 5H), 6.90-6.86 (m, 2H), 5.96 (brs, 1H), 4.61 (d, J = 
5.4 Hz, 2H), 3.80 (s, 3H) 0 



N— (2-^0-6-7;^^^) —2, 5-^BD^yX7 
K 




TLC: Rf 0.63 (jgffi&^jU : n-^=^i?-V=3 : 7) ; 
NMR(CDC1 3 ) : 5 7.69 (t, J = 1.5 Hz, 1H), 7.32-7.24 (m, 4H), 7.08-7.02 (m, 1H), 
6.58 (brs, 1H), 4.84 (dd, J = 6.0, 1.5 Hz, 2H) 0 



■J 1 (63) 



N— (4 — ^/l^-n^^-^AO —2, 6-^DD/<yXr^K 




TLC : Rf 0.26 (H^^^vU : n — ^M^= 3 : 7) ; 
NMR(CDC1 3 ) : 6 7.40-7.22 (m, 5H), 7.07-7.01 (m, 2H), 6.03 (brs, 1H), 4.65 (d, J 
5.7 Hz, 2H) 0 



'MM 1 (64) 
N— (2-^no-6-7/vto / <y^) —2, 4, 
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XT 5 K 



CI 




TLC : Rf 0.33 (gEfifcn^vu : n-^^rf-^=3 : 7) ; 
NMR(CDCL>) : 8 7.38-7.23 (m, 4H), 7.07-7.01 (m, 1H), 6.63 (brs, 1H), 4.84 (dd, J 
5 =5.4, 1.5Hz,2H) 0 

gjfegg 1 (65) 

N _ ( 2 -^pn-6-7;^n^y^) -4-7/^0^^X7 5 K 



10 .TLC : Rf 0.37 (jgm^A^ : n-^^f-^=3 : 7) ; 

NMR(CDC1 3 ) : 6 7.80-7.75 (m, 2H), 7.29-7.21 (m, 2H), 7.13-7.01 (m, 3H), 6.42 
(brs, 1H), 4.82 (dd, J - 5.4, 1.5 Hz, 2H) 0 

aaiffl i (66) 

15 n— (4— yj^^rn^i^iPM -4-7/vtP^X75 K 




O 




TLC : Rf 0.28 (Jg0^x.^U : n— ^^^=3 : 7) ; 
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NMR(CDC1 3 ) : 8 7.82-7.77 (m, 2H), 7.35-7.30 (m, 2H), 7.14-7.01 (m, 4H), 6.37 
(brs, 1H), 4.60 (d, J = 5.7 Hz, 2H) 0 

1 

^jl (6 7) 

5 N— (2-^on-6-7;l'tP^;V) V^n^^/t-^V7 5 
K 



TLC : Rf 0.47 (gf^te^/l' : n-^=¥^^=3 : 7) ; 
NMR(CDC1 3 ) : 8 7.27-7.18 (m, 2H), 7.04-6.97 (m, 1H), 5.73 (brs, 1H), 4.61 (dd, J 
10 = 5.4, 1.2 Hz, 2H), 2.11-2.02 (m, 1H), 1.87-1.20 (m, 10H) o 



N- (2— ^ ci a— 6 —~7>V$r a ^^v 5 /^) '>^u^yf/v*;^^7 5 
K 



TLC : R f 0.44 (gEgfeac^yu : n— ^^rf"^=3 : 7) ; 
NMR(CDC1 3 ) : 8 7.27-7.18 (m, 2H), 7.04-6.98 (m, 1H), 5.75 (brs, 1H), 4.62 (dd, J 
= 5.4, 1.5 Hz, 2H), 2.53-2.45 (m, 1H), 1.86-1.51 (m, 8H)„ 

20 mmm 1 (69) 





15 



F 
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CI O 




TLC : Rf 0.17 (g&gtx.'f-A' : n— ^rf-V=l : 4) ; 
NMR(CDC1 3 ) : 6 7.51 (dd, J = 7.8, 1.5 Hz, 1H), 7.45 (dd, J = 7.8, 1.5 Hz, 1H), 
5 7.25 (t, J = 7.8 Hz, 1H), 6.04 (brs, 1H), 3.31 (t, J = 6.3 Hz, 2H), 1.83-0.96 (m, 11H) 0 

mife^iJl (7 0) 

N— (2-7!);Mf/>) —2, 



Ci O 




10 TLC:Rf 0.37 (gm^^ • n — ^^^= 3 : 7 ) ; 

. NMR(CDC1 3 ) : 5 7.52 (dd, J = 7.8, 1.5 Hz, 1H), 7.45 (dd, J = 7.8, 1.5 Hz, 1H), 
7.38 (t, J = 0.9 Hz, 1H), 7.24 (t, J = 7.8 Hz, 1H), 6.36 (brs, 1H), 6.35-6.31 (m, 2H), 
4.64 (d, J = 5.4Hz,2H)„ 

15 1(71) 

N _ ( X —Ttf-zri/^-frtJ-M -2, 3— ^00^X75 K 

CI O 




TLC : Rf 0.50 (@^^^^ : n-^^^=3 : 7) ; 
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NMR(CDC1 3 ) : 5 7.52 (dd, J - 7.8, 1.5 Hz, 1H), 7.47 (dd, J = 7.8, 1.5 Hz, 1H), 
7.26 (t, J= 7.8 Hz, 1H), 6.03 (Jots, 1H), 3.17 (d, J - 6.6 Hz, 2H), 2.01-1.58 (m, 15H) 0 



afeffll (7 2) 

5 N- ( (2R) — 2 - / fir&A'SiA') -2, 3-^OP^X75 K 




T L C : R f 0.44 (asfct^/u : n -^drlM^ 3:7) ; 
NMR(CDC1 3 ) : 6 7.50 (dd, J = 7.8, 1.5 Hz, 1H), 7.43 (dd, J = 7.8, 1.5 Hz, 1H), 
7.24 (t, J= 7.8 Hz, 1H), 5.88 (brs, 1H), 3.95-3.89 (m, 1H), 2.37-2.33 (m, 2H), 1.94- 
10 1.86 (m, 1H), 1.65-1.15 (m, 7H) 0 



Mifllll (7 3) 

N _ ( 2 -^aa-6-7xy^y^) -2, 
^ K 




TLC : R f 0.55 (HMte*^ : n -■^*MM' S = 3 : 7) ; 

NMR(CDC1 3 ) : 6 7.49 (dd, J = 7.8, 1.5 Hz, 1H), 7.40-7.11 (m, 7H), 7.02-6.98 (m, 

2H), 6.80 (t, J = 4.8 Hz, 1H), 6.33 (brs, 1H), 4.91 (d, J = 5.4 Hz, 2H) C 
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mmmi (74) 

N- (2-^Pn-6 - — 2 — ^-y^jVjj >VT$*r%/7 ^ 




TLC : R f 0.50 (Bfflfcn^/u : n-^=3r^^=3 : 7) ; 

NMR(CDC1 3 ) : 5 8.28 (s, 1H), 7.92-7.80 (m, 4H), 7.59-7.50 (m, 2H), 7.27-7.04 (m, 

3H), 6.62 (brs, 1H), 4.90 (dd, J = 5.7, 1.2 Hz, 2H) e 

N— (4 — ^/U^-n^^i^/l^) —2, K 



CI O 




■mm 1 (76) 



N— (4 — ^/u-^-a^^-v 5 /^) — 2— ^nn — 4— = hn-^ yX'7 5; K 

CI 



0 2 N 
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TLC : R f 0.27 (g&k^A' : n-^^^-l : 2) 



■mmi (7 7) 




TLC : R f 0.23 (j^St^A' : n-^^f"^= 1:2) 



ill (7 8) 



N _ ( 4 -7/V^-o-<^v f /W) -4-^f^<^7U' 



10 




* TLC : R f 0.38 QSm=^^^ • n—^-^W** 1:2) 



N _ ^-^A^n^V^/v) -4-^pp^75K 



15 




TLC : R f 0.43 (g^^A- : n— ^MJ->-= 1 : 2) 



»ll (8 0) 
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N- (4 — -y^xi^y^jv) -4--bn^yX7$ K 



o 




TLC : R f 0.12 (gHfca^A' : : 9) 0 

5 gmMl. (8 1) 

N- (4— ^/l^P^XSW -2--hP^yX7 5K 




TLC : R f 0.10 (f^^^vl' : h/^^=l : 9% 
10 ^jgjl (8 2) 

o 




TLC : R f 0.29 (BHfc^^A' : n— ^^f"^= 1:2) ; 

NMR(CDC1 3 ) : 5 7.52-7.46 (m, 2H), 7.36-7.28 (m, 2H), 7.10-7.00 (m, 3H), 6.26 

15 (bs, 1H), 4.59 (d, J = 5.7 Hz, 2H) D 
SgffiiflWl (8 3) 

N- (4 — ffr^-u^l/^M - [2— ] XArf* 



i 
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T L C : R f 0.42 (gtSfct^vl' : n -^^f->-= i : 3 ) ; 
NMR(CDC1 3 ) : 5 7.48 (d, J = 5.4 Hz, 1H), 7.38-7.30 (m, 2H), 7.30-7.22 (b, 1H), 
5 7.08-7.00 (m, 2H), 6.98 (d, J = 5.4 Hz, 1H), 4.63 (d, J = 6.0 Hz, 2H)„ 

gjjMl (8 4) 

N- (4— ^/V^rn^^^J/V) 



O 




10 TLC : R f 0.30 (H^aL^/l/ : n — ^3M7-V= 1 : 2 ) ; 

NMR(CDC1 3 ) : 5 7.88 (dd, J - 2.7 Hz, 1.5 Hz, 1H), 7.40-7.28 (m, 4H), 7.08-6.99 

* 

(m, 2H), 6.24 (bs, 1H), 4.59 (d, J = 6.0 Hz, 2H) D 
tffiMl (8 5) 

15 n- (2—~7^J ^l/^lsiP/V) -2, 3-^oc^X7U* 




TLC : Rf 0.26 (gtSten^vl/ : n— ^M7->-= 1 : 4) ; 
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NMR(CDC1 3 ) : 8 7.54-7.48 (m, 2H), 7.41-7.07 (m, 7H), 7.00-6.9<> (m, 2H), 6.90 
(dd, J = 7.8 Hz, 1.5 Hz, 1H), 6.50-6.42 (m, 1H), 4.70 (d, J = 5.7 Hz, 2H) 0 

mmm 1 (88) 

5 N _ ~2, 4-^na^X7i:K 




T LC : R f 0.23 (gjsgfe.-r.^vu : n-^=¥i^^= 1:4) ; 
NMR(CDC1 3 ) . 6 7. 59 (d, J - 8.4 .Hz, 1H), 7.50 (dd, J = 7.2 Hz, l.i Hz, 1H), 7 39 
(d, J = 2.1 Hz, 1H), 7.36-7.23 (m, 4H), 7.16-7.07 (m, 2H), 7.00-6.94 (m, 2H), 6.90 
10 (dd, J = 8. 1 Hz, 1 .0 Hz, 1H), 6.76-6.68 (m, 1H), 4.70 (d, J = 6.0 Hz, 2Hi 0 

'%mmi (8 7) 

N _ ( 2 —7 a: y ^r^y^) - 2 , 5 - v 5 ^ n n^OXT 5. F 




CI 



15 TLC : Rf 0.35 (m&t^T'V . n-^ :3 ef-V=l : 4) ; 

NMR(CDC1 3 ) : 8 7.62-7.58 (m, 1H), 7.51 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.38-7.22 
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(m, SB), 7. 18-7.07 (m, 2H), 7.01-6.94 (m, 2H), 6.90 (d, J = 7.8 Hz, 1H), 6.74-6.62 (m , 
lH),4.70(d, J = 6.0Hz,2H) o 



10 



»Jl (8 8) 

N- (4-7;^n- 2 -M;7^ 0 ^;^ ;l/) - ? -fJl7^ 



CF 3 O 



F 3 C 




T L C : R f 0.27 



NMR(CDC1 3 ): 5 7.76-7.67 (m, 2H), 7.63-7.50 (m, 3H), 7.38 (dd, J = 9 Hz, 3 Hz, 
1H), 7.32-7.24 (m, 1H), 6.20-6.00 (a, 1H), 4.77 (d, J = 6.3 Hz, 2H)„ 



5 



If 1 (89) 



QF 3 O 



CI 




TLC : Rf 0.23 (BBgfccfvi, : n .^^= x . 3) . 

NMR(CDC1 3 ): 6 7.70 (d, J = 6.9 Hz, 1H), 7.64-7.48 (m, 4H), 7. 15 (dd, J == 8 4 Hz 
3.0 Hz, 1H), 7.00 (dt, J =3.0 Hz, 8.7 Hz, 1H) 6.21 (bs, 1H), 4.69 (d, J = 6.0 Hz, 2H)o 

i op) 
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TLC : Rf 0.31 (fttx^j n— ^^=1 : 3) ; 

NMR(CDC1 3 ) : 5 8.38-8.29 (m, 1H), 7.76-7.71 (m, 1H), 7.48 (dd, J = 9.0 Hz, 6.0 

Hz, 1H), 7.32-7.07 (m, 9H), 5.03 (s, 2H), 4.58 (d, J - 6.0Hz, 2H), 3.93 (s, 3H)„ 

N— (2, —2, 3 — n 5 K 




TLC : Rf 0.33 mm^/U : n— v=3rf-^=l : 3) ; 

NMR(CDC1 3 ) : 8 7.53 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.50-7.44 (m, 2H), 7.42 (dd, J 

= 2.4 Hz, 1H), 7.29-7.23 (m, 2H), 6.50 (bs, 1H), 4.69 (d, J = 6.0 Hz, 2H) e 

1 (92) 

N— (2, 5-^on^;l/) —2, 3-^PP^yX7 5 K 
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CI 



TLC : Rf 0.37 (gfJfifcn^/u : n-^^r^V=l : 3) ; 

NMR(CDC1 3 ) : 8 7.54 (dd, J = 8. 1 Hz, 1.5 Hz, 1H), 7.52-7 .47 (m, 2H), 7.35-7.22 

(m, 3H), 6.51 (bs, 1H), 4.70 (d, J = 6.0 Hz, 2H) 0 

m^ii o 3) 

N - (2 — ^vVl^'^S^^^A') — 2 , 3 - W v o^yXT ^ K 




TLC : Rf 0.37 (gt^^A- : n-^^r^V=l : 3) ; 
-NMR(CDC1 3 ) : 5 7.49 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.42-7.26 (m, 8H), 7.20 (t, J = 
8.1 Hz, 1H), 7.01-6.94 (m, 2H), 6.56-6.46 (m, 1H), 5.11 (s, 2H), 4.69 (d, J = 5.7 Hz, 

2H)„ 

HjfeMl (9 4) 

N— ( 2 ^t^r^- 5 - ^ n a^y^) —2, 

XT 5 K 
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CI 



TLC : Rf 0.22 (@£@|cn^vk : n— ^^^>-= 1 : 3) ; 

NMR(CDC1 3 ) : 5 7.51 (dd, J= 8.1 Hz, 2.7Hz, 1H), 7.42-7.19 (m, 9H), 6.89 (d, J = 

9.0 Hz, 1H), 6.52-6.44 (m, 1H), 5.09 (s, 2H), 4.64 (d, J = 6.0 Hz, 2H)„ 

mmm 1 (95) 

N- (2, -2, 




TLC : Rf 0.28 (g^H^V^ : 11—^=^1^=1 : 3) ; 
10 NMR(CDC1 3 ) : 5 7.53 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.48 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 7.44 (d, J = 8.1 Hz, 1H), 7.30-7.19 (m, 3H), 6.54 (bs, 1H), 4.76 (d, J = 6.3 Hz, 
2H) 0 

' mmm 1 (96) 

15 N— (2, 3-^nn7i=/V) —2, 5-^no7x-;l'TtfT^ 
K 
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TLC : R f 0.34 (g&gt^?vu : n-^^"^> / =l : 5) ; 
NMR(CDCI 3 ) : 5 8.35-8.28 (m, 1H), 7.81 (bs, 1H), 7.44 (d, J = 2.4 Hz, 1H), 7.40 
(d, J = 8.4 Hz, 1H), 7.29 (dd, J = 8.4 Hz, 2.4 Hz, 1H), 7.24-7.18 (m, 2H), 3.89 (s, 2H)„ 




TLC : R f 0.38 (H^cfvl^ : n — ^^->=1 : 3) ; 
NMR(CDC1 3 ) : 8 7.48 (dd, J = 6.6, 3.0 Hz, 1H), 7.41 (dd, J = 6.6, 3.0 Hz, 1H), 
10 7.3 1-7.12 (m, 10H), 5.71 (brs, 1H), 4.60 (d, J = 5.7 Hz, 2H), 4. 10 (s, 2H) D 

HHM 1 OS) 

N— (2, -2, 3 O n 7x^7t h T ^ 

K 



15 




TLC : Rf 0.18 (ifc^E^vW : n - ^^c^ >- = 1 : 3) ; 
NMR(CDC1 3 ) : 5 7.43 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.39 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 7.29-7.13 (m, 4H), 6.05-5.90 (b, 1H), 4.52 (d, J= 6.0 Hz, 2H), 3.76 (s, 2H) Q 
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mmm 1 (99) 

N- (2, 3-^nn7s^) -2, 3-^OP7s^7t h7^ 
K 




5 T L C : R f 0.51 Qgffi&^/V : n — ^^r^^= 1 : 3) ; 

NMR(CDC1 3 ) : 8 8.34-8.28 (m, 1H), 7.78 (s, 1H), 7.49 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 7.35 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.27 (t, J = 7.8 Hz, 1H), 7.23-7.18 (m, 2H), 
3.96 (s, 2H) 0 

10 gljfeffll 1 (10 0) 

N- (2— ^^^/U-^i/vvu) —2, 3-^aa^7?K 




TLC : Rf 0.30 (gf^n^A' : n— ^^f-^= 1 : 3) ; 
NMR(CDC1 3 ) : 6 7.56-7.19 (m, 12H), 6.08-5.98 (m, 1H), 4.64 (d, J = 5.4 Hz, 2H) Q 

15 

mmm 1 (101) 

N- ( 2 — 7x / ^v-y ^/l^^iW — 2 , 3 — a o^yXT 5 K 
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TLC : Rf 0.31 A* : n— ^^"^V= 1 : 3) ; 

NMR(CDC1 3 ) : 5 7.54-7.14 (m, 7H), 7.02-6.95 (m, 1H), 6.94-6.87 (m, 2H), 6.54- 

6.44 (m, 1H), 5.13 (s, 2H), 4.74 (d, J = 5.4 Hz, 2H) C 

Wll (10 2) 

N- (2— ^a.^/W^^A') -2, a-^nn^yXTU' 




TLC : R f 0.42 (RSfci:^^ : n— ^^f-^= 1:3) ; 
10 NMR(CDC1 3 ) : 6 7.51 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.39-7.15 (m, 8H), 7.13-7.08 
(m, 2H), 7.03-6.97 (m, 1H), 5.58 (b, 1H), 4.56 (d, J = 5.4 Hz, 2H), 3.05-2.88 (m, 4H) e 

MMM 1 (10 3) 

N- (2-7x=;i^75/^^) —2, K 



15 
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TLC:Rf 0.19 (g^^^^/W : n — ^=¥f-^= 1 : 4) ; 

NMR(CDC1 3 ) : 5 7.49 (dd, J = 7.8, 1.8 Hz, 1H), 7.39 (d, J = 7.8 Hz, 1H), 7.31-7.16 

(m, 5H), 7.11-7.08 (m, 3H), 6.94-6.88 (m, 2H), 6.42 (bs, 1H), 4.65 (d, J = 6.3 Hz, 2H) C 

5 mmmi (104) 

N- (2 — "^S^T 5 7 -O-^/I^) - 2 , 3 - n P^yXT ^ K 




TLC : R f 0.38 (asgfcac^yw : n— ^^1hV= 1 : 3) ; 
NMR(CDC1 3 ) : 5 7.51 (dd, J = 7.8, 1.5 Hz, 1H), 7.37-7.11 (m, 9H), 6.66 (dd, J = 
10 7.8, 1.5 Hz, 1H), 6.61 (d, J = 7.8 Hz, 1H), 6.28-6. 18 (br, 1H), 5.37-5. 18 (br, 1H), 4.63 
(d, J = 6.0 Hz, 1H), 4.42 (s, 2H)„ 



MMl (10 5) 




T L C : R f 0.24 (@f:^c<?vu : n-^rf-^^l : 3) ; 
NMR(CDC1 3 ) : 5 7.51-7.46 (m, 2H), 1.21-1.19 (m, 2H), 7.03 (d, J = 8.1 Hz, 1H), 
6.82 (d, J = 8.1 Hz, 1H), 6.32 (s, 2H), 4.86 (d, J = 5.4 Hz, 2H), 3 .88 (s, 3H) Q 
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MMffl 1 (10 6) 

N- [2- (N-^^-N-7x-^7^/) ^V^/U] -2, 




TLC : Rf 0.38 (gm^A' : n-^i^V=l : 3) ; 

NMR(CDC1 3 ) : 5 7.56 (dd, J = 7.5, 1.5 Hz, 1H), 7.47 (dd, J = 7.8, 1.8 Hz, 1H), 
7.41-7.28 (m, 2H), 7.24-7.11 (m, 5H), 6.74-6.68 (m, 1H), 6.57-6.53 (m, 2H), 6.24- 
6.13 (br, 1H), 4.55 (d, J = 6.3 Hz, 2H), 3.28 (s, 3H) 0 

(io7) 

( 2 -^y^/l/^-drv'- 4 - ^ n n^yi?;i/) -2, 
XT 5; F 




TLC : Rf 0.32 mm^/U ; n— ^f-^=l : 2) ; 

NMR(CDC1 3 ) : 5 7.52-7.46 (m, 1H), 7.40-7.28 (m, 7H), 7.21 (t, J = 7.8 Hz, 1H), 

7.00-6.94 (m, 2H), 6.50-6.40 (m, 1H), 5.08 (s, 2H), 4.63 (d, J = 5.7 Hz, 2H) 0 
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mmm 1 ( 1 o 8 ) 

N _ (2 — <<z/i?/isX->%-U— 6 — 9 n u^sV'iV) —2, 
XT s: K 




TLC : R f 0.50 q$&xJ3~jV : n— ^¥1^=1 : 2) ; 
NMR(CDC1 3 ) : 5 7.48 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.43-7.28 (m, 6H), 7.24-7.16 
(m, 2H), 7.05 (dd, J = 8.1 Hz, 1.2 Hz, 1H), 6.89 (d, J - 8.1 Hz, 1H), 6.34-6.24 
1H), 5.13 (s, 2H), 4.91 (d, J - 5.4 Hz, 2H) C 



mmmi (109) 

N _ Hy/^P^y- 1— >fA") -2, 




TLC : R f 0.40 (g^^^A' : n -^^ih^= 1 : 4) ; 
NMR(CDC1 3 ) : 6 7.55-7.51 (m, 2H), 7.33-7.22 (m, 2H), 7.20-7.11 (m, 3H), 6.44 (d, 
J = 6.9 Hz, 1H), 5.43-5.38 (m, 1H), 2.97-2.81 (m, 2H), 2.07-1.92 (m, 4H), 1.84-1.60 
(tn, 2H) 0 



:jfe^iJl (110) 

N _ ( 2 — ^^i^/l^^ri/— 5 — 7 JV^U^I/^JV) —2, 3-^0P^< 
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F 



T L C : R f 0.35 (g^^/l^ : n -^3r1*-^= 1 : 3) ; 
NMR(CDC1 3 ) : 5 7.51 (dd, 1=1.5, 1.5 Hz, 1H), 7.41-7.30 (m, 6H), 7.22 (t, J= 7.5 
Hz, 1H), 7.13 (dd, J = 8.4, 3.0 Hz, 1H), 7.00-6.86 (m, 2H), 6.56-6.42 (m, 1H), 5.07 (s, 
2H), 4.64 (d, J = 5.7 Hz, 2H)„ 

HjfeM 1 (ill) 

N- (2— <^v ? 7^=^ri/- 5 -^^/U^O-^/I^) —2, 3-^ap/<y 
XT 5 K 




TLC : Rf 0.30 (g^oc^vi. : n -^^^=l : 3) ; 
NMR(CDC1 3 ) : 8 7.49 (dd, J= 7.8, 1.5 Hz, 1H), 7.40-7.28 (m, 6H), 7.22-7.16 (m, 
2H), 7.09-7.06(m, 1H), 6.86 (d, J = 8.1 Hz, 1H), 6.58-6.45 (m, 1H), 5.07 (s, 2H), 4.64 
(d, J = 5.7 Hz, 2H), 2.29 (s, 3H)„ 



»J1 (112) 

N— (2— 'O-i^M-drS/- 5 — ^ ^ a^<^iP/U) —2, 3— v?.^nn^^ 
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XT 5; K 




TLC : Rf 0.36 (gt^c^/V : n -^3^-^=1 : 2) ; 
NMR(CDC1 3 ) : 5 8.32 (d, J = 2.7 Hz, 1H), 8.20 (dd, J= 9.0, 2.7 Hz, 1H), 7.53 (dd, 
5 J = 8.1, 1.5 Hz, 1H), 7.45 (dd, J = 8.1, 1.5 Hz, 1H), 7.42-7.35 (m, 5H), 7.26 (t, J = 8.1 
Hz, 1H), 7.03 (d, J = 9.0 Hz, 1H), 6.60-6.00 (m, 1H), 5.22 (s, 2H), 4.73 (d, J = 6.0 Hz, 
2H) 0 



mmm i di3) 

10 N- (2 — 'O'vVK^-drv'— 5 — * h^^^-^i^M —2, 3— v^nn^. 




och 3 



TLC : Rf =0.44 (gfclfcai^vP : n .drf->-= 1 : 2) ; 

NMR(CDC1 3 ) : 5 7.49 (dd, J = 8.0, 1.8 Hz, 1H), 7.40-7.28 (m, 6H), 7:20 (t, J = 8.0 
15 Hz, 1H), 6.97 (d, J = 3.0 Hz, 1H), 6.90 (d, J = 8.7 Hz, 1H), 6.79 (dd, J = 8.7, 3.0 Hz, 
1H), 6.49-6.41 (m, 1H), 5.05 (s, 2H), 4.65 (d, J = 5.7 Hz, 2H), 3.78 (s, 3H) C 
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(114) 

N— (2, 3 -v 5 ^ n uy^^/U) —2 — ^^/l^^S^c^/Kri? YT 
^ K 




5 TLC : Rf 0.22 (gjs&a^vl/ : n— ^=¥^^=1 : 9) ; 

NMR(CDC1 3 ) : 5 8.36-8.28 (m, 1H), 8.12 (bs, 1H), 7.39-7.28 (m, 7H), 7.19-7.12 
(m, 2H), 7.04-6.98 (m, 2H), 5.16 (s, 2H), 3.82 (s, 2H) 0 



If X (115) 



10 N— (2, 3-^0P7i^) -2-^/Vt^-5-^PP7 






TLC : Rf 0.23 (g^^oc^/l^ : n— ^^f-^=l : 9) ; 
NMR(CDC1 3 ) : 8 8.33-8.27 (m, 1H), 8.07 (bs, 1H), 7.37-7.24 (m, 7H), 7.20-7.14 
1 5 (m, 2H), 6.94 (d, J = 9.0 Hz, 1H), 5. 14 (s, 2H), 3 .77 (s, 2H) D 



ij 1 (116) 



N— (5-^PP-2-^f/W<^) -2, 3-^0 0^7^* 
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TLC : Rf 0.42 (gl^^/t' : n— ^^r^^=l : 2) ; 

NMR(CDC1 3 ) : 8 7.54 (dd, J = 7.8, 1.5 Hz, 1H), 7.49 (dd, J = 7.8, 1.5 Hz, 1H), 

7.31 (d, J = 2.1 Hz, 1H), 7.27 (t, J = 7.8 Hz, 1H), 7.19 (dd, J = 8.1, 2.1 Hz, 1H), 7.13 
5 (d, J= 8.1 Hz, 1H), 6.21-6.10 (m, 1H), 4.61 (d, J = 5.7 Hz, 2H), 2.35 (s, 3H) 0 



mmmi (117) 

N- (2, 4— ^/W^VS^/l") -2, 




10 TLC : Rf 0.50 Qg^SSt^^/U : n— : 2) ; 

NMR(CDC1 3 ) : 6 7.51 (dd, J = 8.1, 1.5 Hz, 1H), 7.47 (dd, J = 8.1, 1.5 Hz, 1H), 
7.25 (t, J = 8.1 Hz, 1H), 7.20 (d, J = 7.5 Hz, 1H), 7.05-6.98 (m, 2H), 6.08-5.97 (m, 
1H), 4.61 (d, J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.31 (s, 3H) Q 

» 

15 IfeifeffH 1 (118) 

N— ( 2 —^^i?su$-3riy— 5 — ^ n a^o-i^/v) ^yXr ^ K 




CI 
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TLC : Rf 0.48 (Mffifc^/V : n-^^-^V=l : 2) ; 
NMR(CDC1 3 ) : 8 7.68-7.62 (m, 2H), 7.51-7.33 (m, 9H), 7.21 (dd, J = 9.0, 2.7 Hz, 
1H), 6.89 (d, J = 9.0 Hz, 1H), 6.72-6.60 (m, 1H), 5.10 (s, 2H), 4.64 (d, J = 6.0 Hz, 
2H) 0 

UMI 1 (119) 

N— (2— -"t^SM'tf-'Sf-S'— 5 — ^ n u^^i^/U) — 2 n n^yX/ 5; 
K 




10 TLC : R f 0.43 (f^J^/l- : n— ^^^^= 1 : 2) ; 

NMR(CDC1 3 ) : 5 7.63-7.58 (m, 1H), 7.43-7.24 (m, 9H), 7.20 (dd, J = 9.0, 2.7 Hz, 
1H), 6.87 (d, J = 9.0 Hz, 1H), 6.80-6.69 (m, 1H), 5.08 (s, 2H), 4.64 (d, J = 6.0 Hz, 
2H) 0 

15 MMMl (12 0) 

N- (2 — <^*J/V$-3c%/- 5 — ? n n^i^/W) -2-^^1/^X7 5 

K 
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T L C : R f 0.50 ©ffl&J^vl' : n — ^^1^^=1:2) ; 
NMR(CDC1 3 ) : 5 7.39-7.12 (m, 11H), 6.88 (d, J = 8.7 Hz, 1H), 6.24-6.17 (m, 1H), 
5.08 (s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 2.38 (s, 3H)„ 

5 HjiM 1 (12 1) 

N- ( 2 — <l/l?su$-^-*y— 5—?u xi^isitjv) — 3 - ^fMyXT 5 
K 




TLC : Rf 0.50 : n — --^r1^= 1 : 2) ; 

10 NMR(CDC1 3 ) : 6 7.54-7.51 (m, 1H), 7.45-7.22 (m, 9H), 7.20 (dd, J = 8.7, 2.7 Hz, 
1H), 6.87 (d, J = 8.7 Hz, 1H), 6.70-6.61 (m, 1H), 5.09 (s, 2H), 4.62 (d, J = 6.0 Hz, 
2H), 2.35 (s, 3H) 0 

ISMSfl!ll (12 2) 

15 N— (2— ^^i^/V'^-dr^— 5— ^BB^y^) —2, 3— '^f^<J/ 
XT ^ K 




TLC : Rf 0.35 (gf^c^/i^ : f»Aoc^= 1 : 19) ; 
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NMR(CDC1 3 ): S 7.44-7.26 (m, 6H), 7.24-7 .16 (m,2H), 7.14-7.02 (m, 2H), 6.88 (d, 

J = 8.4 Hz, 1H), 6.20-6. 10 (m, 1H), 5.08 (s, 2H), 4.62 (d, J = 6.3 Hz, 2H), 2.27 (s, 3H), 
2.24 (s, 3H)„ 



liSffjl 1 (12 3) 




TLC:Rf 0.35 mtt^f'A' : n -^f-^= 1 : 2) ; 
NMR(CDC1 3 ): 6 9.14 (t, J = 5.7 Hz, 1H), 8.05 (dd, J = 8.1, 1.5 Hz, 1H), 7.79-7.67 
(m, 3H), 7.58-7.53 (m, 1H), 7.46-7.40 (m, 2H), 4.73 (d, J = 5.7 Hz, 2H) 0 



HiSfeMl (12 4) 

N— (2, 5 — i^^f-A^^^M —2, 




CH 3 

T L C : R f 0.49 (gfcgfcn^yl/ : n 1:2) ; 

NMR(CDC1 3 ) : 5 7.52 (dd, J = 8.1, 1.5 Hz, 1H), 7.48 (dd, J = 8.1, 1.5 Hz, 1H), 
7.25 (t, J = 8.1 Hz, 1H), 7.13 (d, J = 1.5 Hz, 1H), 7.10 (d, J = 7.8 Hz, 1H), 7.03 (dd, J 
= 7.8, 1.5 Hz, 1H), 6.09-5.98 (m, 1H), 4.61 (d, J = 5.4 Hz, 1H), 2.35 (s, 3H), 2.31 (s, 
3H) 0 
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Mtfcffi l (12 5) 

N— (2 — <fi?/l>$->*-Z/- 5 — 2 D w<^i?/U) -3-^DB^yX7 5 
K 




5 TLC : Rf 0.42 (ij^oc^v^ : n-^dr-^^=l : 2) ; 

NMR(CDC1 3 ) : 6 7.66 (t, J = 2.1 Hz, 1H), 7.52-7.28 (m, 9H), 7.22 (dd, J = 8.7, 2.7 
Hz, 1H), 6.90 (d, J = 8.7 Hz, 1H), 6.68-6.57 (m, 1H), 5.10 (s, 2H), 4.61 (d, J = 6.0 Hz, 
2H)„ 

10 mtfeffl 1 (12 6) 

N— (2 — <y^^f i^- 5 - ^ o n^y i?^) — 2— pun — 4— f> 




TLC : R f ' 0.47 : n— ^^-^^=1 : 2) ; 

15 NMR(CDC1 3 ) : 5 7.70 (d, J = 9.0 Hz, 1H), 7.42-7.29 (m, 6H), 7.20 (dd, J = 8.7 Hz, 
2.4 Hz, 1H), 7.04 (d, J = 2.4 Hz, 1H), 6.96 (dd, J = 9.0 Hz, 2.4 Hz, 1H), 6.92-6.84 (m, 
2H), 5.17 (s, 2H), 5.09 (s, 2H), 4.65 (d, J - 5.7 Hz, 2H), 3.46 (s, 3H) 0 
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HjifeM 1 (12 7) 

N _ (4— ^^i^/V^-dr^— 2 — ^ n -2, 
XT 5 K 




TLC : Rf 0.48 (g^fe^^/W : n— ^f-i/=l : 2) ; 
NMR(CDC1 3 ) : 8 7.51 (dd, J = 7.8 Hz, 1.8 Hz, 1H), 7.49 (dd, J = 7.8 Hz, 1.8 Hz, 
1H), 7.44-7.30 (m, 6H), 7.24 (t, J = 7.8 Hz, 1H), 7.03 (d, J = 2.4 Hz, 1H), 6.87 (dd, J 
- 8.4 Hz, 2.4 Hz, 1H), 6.44-6.36 (m, 1H), 5.05 (s, 2H), 4.66 (d, J = 6.0 Hz, 2H) 0 




- 1H- 1 , 



MMM 1 T?Matbfcfb-^#? (4 1 3 m g) (D h/^^ (3.0m 1 ) ^^^^ 
*&T> ^MitV^ (3 4 4mg) $r^m^fc 0 3 bfc 0 jm^Sr^ 

U T-fe h—by/ls (3.0m 1 ) fc?g$?U hV * T/lsis V /UT K (0.22m 

till: i NHHK i&fn^BfcM??- h y &mikmjk-vM : fcmfr 
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m-fZ>&$£Wi\:&m (2 3 8mg) £r#fc 0 
TLC : Rf 0.37 (ft^a^/W : n-^Mf-^=l : 2) ; 
NMR(CDC1 3 ): 6 7.58-7.40 (m, 2H), 7.36-7.14 (m, 3H), 7.11-6.96 (m, 3H), 5.56 (s, 
5 2H), 3.64(s,3H)„ 

mmm 2 ( 1 ) — hmm 2 (112) 
mmm2 (1) 

1- (3-p< h^v^O"^) -5-7s^-lH-l, 2, 3, 4-"r 
h 7 V—JV 




15 OCH 3 

TLC : Rf 0.48 (g^ggai^vk : f»/Wccl^= l : 4) ; 

NMR(CDC1 3 ) : 6 7.64-7.45 (m, 5H), 7.32-7.21 (m, 1H), 6.91-6.84 (m, 1H), 6.76- 
6.67 (m, 2H), 5.59 (s, 2H), 3.76 (s, 3H) 0 

20 (2) 

1- (2, — 5-7 32. ^;V- 1 H — 1 , 2, 3, 4 
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TLC : Rf 0.34 : n — ^=¥1^= 1 : 2) ; 

NMR(CDC1 3 ) : S 7.76-7.68 (m, 2H), 7.63-7.52 (m, 3H), 7.38-7.22 (m, 3H), 5.80 (s, 

2H) 0 

mMM2 (3) 




TLC : Rf 0.31 (R^fex?-*/ : n — MM^= 1 : 2) ; 

NMR(CDC1 3 ): 5 7.63-7.45 (m, 5H), 7.40-7.31 (m, 3H), 7.19-7.13 (m, 2H), 5.62 (s, 

2H) 0 

lfeBgff!l2 (4) 

x -^i/^^- 5 _ (B-h^/l'ta^f^x^) -1H— 1, 2, 
3, A—'rV^y—jV 
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TLC : Rf 0.29 (g^^^/P : n — ^*-f->= 1 : 2) ; 

NMR(CDC1 3 ) : 8 7.91-7.84 (m, 1H), 7.76-7.66 (m, 1H), 7.64-7.53 (m, 1H), 7.31- 

7.20 (m, 3H), 7.12-7.06 (m, 1H), 7.06-6.98 (m, 2H), 5.37 (s, 2H) 0 

5 mMM2 (5) 

1 — <1^%>/V— 5 - (2-^BP7i^) — 1H-1, 2, 3, 4-v i h 




TLC : Rf 0.34 (f^o^/V- ; n— ^rlJ-^=l : 2) ; 
10 NMR(CDC1 3 ) : 5 7.60-7.46 (m, 2H), 7.38-7. 15 (m, 5H), 7.06-6.96 (m, 2H), 5.47(s, 
2H) 0 

mMM2 (6) 

5— (2 — ^pp7x^;U) -1— (2, -1H- 
15 1, 2, 3, 4-ff7^ 




TLC : Rf 0.36 (Wf-Wt^-^^ : n— ^^ih^=l : 2) ; 
NMR(CDC1 3 ) : 5 7.61-7.19 (m, 7H), 5.67 (s, 2H) D 
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mnm2 (7) 

5- (2— ? UX37*.~/U) -1- (try -J^- 2- <<;V*=?-;V) - 1 H — 
1, 2, 3, 4— r b 7^ • 




5 T L C : R f 0.43 (n — : f^cc^-/u= i : 4) ; 

NMR(CD 3 OD) : 5 8.78 (bd, J = 6 Hz, 1H), 8.41 (td, J = 8, 2 Hz, 1H), 7.95-7.86 (m, 
1H), 7.74 (d, J = 8 Hz, 1H), 7.69-7.48 (m, 4H), 5.95 (s, 2H) 0 



H»J2 (8) 

10 5- (2-;?PP7x^) -1- l?^- 3 --f^^^V-) — 1 H — 

1, 2, 3, A—"rhv y—zis - 




T L C : R f 0.19 (n — ^MJ-V : i|^c^/^= 1 : 4) ; 
N M R (CD3OD) : 5 8.90-8.81 (m, 2H), 8.48 (d, J = 8 Hz, 1H), 8.07 (dd, J = 8, 6 Hz, 
15 1H), 7.76-7.64 (m, 2H), 7.64-7.52 (m, 2H), 5.85 (s, 2H) Q 

jg;5SM2 (9) 

5- (2— ^ n o^cn— M -1- (tfy ^^-4-^/1^^ ^/^) - 1 H- 
1, 2, 3, 4—r h7/- A' ■ 
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HCI 




TLC : Rf 0.20 (n-^MJ-V : A*^= 1:4); 

NMR(CD 3 OD) : 6 8.88-8.81 (ro, 2H), 7.90-7.85 (m, 2H), 7.70-7.49 (m, 4H), 5.97 

(s, 2H) 0 



:^M2 (1 O) 

i— (4 — ^^/w^iM*-) —5— ( 2 - MJ 7;^n ^ ^;V7 *-;^) 

1H-1, 2, 3, 4-Th7 N /-^ 




10 TLC : R f 0.29 (gftftat^vu : n— ^^^= 1 : 2) ; 

NMR(CDC1 3 ) : 5 7.85 (bd, J = 7 Hz, 1H), 7.72 (bt, J = 7 Hz, 1H), 7.59 (bt, J = 7 
Hz, 1H), 7.14-7.03 (m, 3H), 6.94-6.87 (m, 2H), 5.32 (s, 2H), 2.31 (s, 3H) Q 
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TLC:Rf 0.26 (n -^^V : $^Sk^f-A^— 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 8.81-8.76 (m, 1H), 8.25-8.19 (m, 1H), 7.84 (td, J = 8.0, 2.0 Hz, 
1H), 7.45-7.25 (m, 4H), 6.17 (s, 2H) 0 



;jjj^jf2 (1 2) 

1- (2-^aa^^) -5-7x^-i H -l, 2, 3, 4 




TLC : Rf 0.44 (gfflt^A' : hS^>-= 1 : 2 ) ; 

NMR(CDC1 3 ): 5 7.64-7.41 (m, 6H), 7.37-7.20 (m, 2H), 6.94-6.88 (m, 1H), 5.74 (s, 
2H) 0 _ 



afew 2 da) 

1- -5- -1H-1, 2, 3, 




TLC : R f 0.36 (n — -Mri^ : I£^c^,^= i : 3 ) . 
NMR(CD 3 OD) : 5 9.27-9.20 (m, 1H), 9.08-9.00 (m, 1H), 8.86-8.73 (m, 1H), 
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8.23-8.09 (m, 1H), 7.46-7.24 (m, 4H), 5.94 (s, 2H)„ 

mmm 2 (14) 

1— (2-^PP-6-7;l'tn'<yi;;i/) — 5 — (2-hJJ7^P^f 
5 /l^^/U) -1H-1, 2, 3, 4-7f7^ 




TLC : R f 0.34 (BftfecTvl' : n -^rlJ-;/=l : 2) ; 

NMR(CDCI 3 ) : 6 7.86 (d, J = 7.8 Hz, 1H), 7.78-7.69 (m, 1H), 7.68-7.60 (m, 1H), 

7.34-7.24 (m, 2H), 7.19 (d, J = 8.1 Hz, 1H), 6.97-6.89 (m, 1H), 5.52 (d, J = 1.2 Hz, 
10 2H) 0 

HlfeM 2 (15) 

1- (2-^ n n^O-v^/U) -5- (3 h=3r^7^=i/k) -1H-1, 
2, 3, 4— h^y— ^ 




TLC : Rf 0.46 (ifc^c^vu : h/i^^= 1 : 9) ; 

NMR(CDC1 3 ) : 5 7.46-7.42 (m, 1H), 7.41-7.36 (m, 1H), 7.32 (td, J = 7.5, 2.1 Hz, 
1H), 7.26 (td, J = 7.5, 1.5 Hz, 1H), 7.14-7.06 (m, 3H), 6.90 (dd, J = 7.5, 2.1 Hz, 1H), 
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5.75 (s, 2H), 3.77 (s, 3H) Q 

(16) 

1- (2 n o^^v^) -5- (4-;* h^r^Va^^U) -1H-1, 
2, 3, 4— Th fV^-As 



TLC : Rf 0.43 (gf^rc^vw : f*Aoi:/= 1 : 9) ; 

NMR(CDC1 3 ) : 5 7.57-7.51 (m, 2H), 7.45 (dd, J = 7.8, 1.5 Hz, 1H), 7.32 (td, J = 
7.8, 1.5 Hz, 1H), 7.25 (td, J = 7.8, 1.5 Hz, 1H), 7.03-6.97 (m, 2H), 6.89 (dd, J = 7.8, 
1.5 Hz, 1H), 5.73 (s, 2H), 3.86 (s, 3H) 0 

jfeM2 (1 7) 

1- h^S^^v^) -5-7x^-lH-l, 2, 3, 4— r- 

h 7 /l^ 



TLC : Rf 0.35 (g^g^fvV' : n— ^=¥1^=1 : 2) ; 

NMR(CDC1 3 ) : 5 7.70-7.62 (m, 2H), 7.62-7.44 (m, 3H), 7.36-7.26 (m, 1H), 7.02- 

6.84 (m, 3H), 5.63 (s, 2H), 3.71 (s, 3H)„ 




CI 
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mmm 2 (is) 

1- h^S^^iW -5-7x^/U-lH-l, 2, 3, 4 —T 

h 7 "S—fl' 



TLC : Rf 0.22 (ffl&x-^jv ■ n — ^f-^= 1 : 3) ; 

NM R (CDC1 3 ) : 5 7.64-7.46 (m, 5H), 7. 14-7.06 (m, 2H), 6.91-6.82 (m, 2H), 5.55 (s, 

2H), 3.79 (s, 3H)„ 

10 2 (19) 

1 - (2-^na-<V^) -5- (4-^W5 7 7x^) -1H 

-1, 2, 3 , 4— Th^'S'-A' 



TLC : Rf 0.41 (ifcg^^vU : b/^^= 1 : 4) ; 
15 NMR(CDC1 3 ) : 5 7.54-7.43 (m, 3H), 7.36-7.18 (m, 2H), 6.87-6.80 (m, 1H), 6.76- 
6.66 (m, 2H), 5.74 (s, 2H), 3.02 (s, 6H) D 



2 (20) 

1- (2-^ an^y^) -5- (3-^W5;7x=;i/) -1H 



5 
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- 1 , 2 , 3 , 4 -T V 7 9—)V 




TLC : Rf 0.51 (S^k^/V. hA'=^^= 1 : 4) ; 

NMR(CDC1 3 ): 5 7.48-7.41 (m, 1H), 7.37-7.20 (m, 3H), 6:90-6.80 (m, 4H), 5.75 (s, 
2H), 2.89 (s, 6H) 0 



afcfflt 2 (21) 

l- —5 

— 1, 2, 3, 4-fb7 , /wt' 



(2— ^^7 5/7*-^) -1H 




TLC : Rf 0.32 (gfBfe^/V : b/l^^=l : 10) ; 
NMR(CDC1 3 ) : 5 7.51-6.89 (m, 8H), 5.57 (s, 2H), 2.47 (s, 6H) Q 



ij 2 (22) 



5- (2-^nn7x=;>) -1- ( 2 ^/WO'^/W) - 1 H— 1 , 2, 
3, 4— T^b^y— 
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H 3 C 



TLC : R f 0.32 Qgm^A' : n-^^i/=3 : 7) ; 

NMR(CDC1 3 ): 5 7.56-7.45 (m, 2H), 7.35-7.28 (m, 1H), 7.20-6.96 (m, 4H), 6.76 (d, 

J = 7.4 Hz, 1H), 5.5 1 (s, 2H), 2. 14 (s, 3H) C 

mmm 2 (23) 

5- (2-^nn7i^) -l- (2, 6 -1H 
- 1 , 2 , 3 , 4 — 7 1 h v 



F 

TLC : R f 0.23 m&t^A' : n-^f-^=3 : 7) ; 
NMR(CDC1 3 ) : 5 7.57-7.30 (m, 5H), 6.88-6.80 (m, 2H), 5.53 (s, 2H)„ 

HMM 2 (24) 

1- (3-^fvKT^/^vW -5-7^-lH-l, 2, 3, 

4 — h 7 y — ^ 
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T L C : R f 0.36 (Jgm^f-A, : n 



^=¥1^=1 : 2) 



NMR(CDC1 3 ) : 5 7.65-7.60 (m, 2H), 7.60-7.46 (m, 3H), 7.19 (t, J = 8.4 Hz, 1H), 
6.70-6.64 (ni, 1H), 6.49-6.44 (m, 2H), 5.56 (s, 2H), 2.81 (s, 6H)„ 

5 H»!l2 (2 5) 

1- (2-^nn-6-7/^D-<^^) _ 5 _ 
-1H-1, 2, 3, 4-fh7^^ 



NMR(CDC1 3 ): 5 7.48-7.42 (m, 1H), 7.35-7.24 (m, 4H), 7.17 (d, J = 8.4 Hz, 1H), 
6.95 (td, J= 9.0, 1.2 Hz, 1H), 5.54 (d, J= 1.2 Hz, 2H), 2.18 (s, 3H) C 

^fejl 2 (26) 

1- (2-^on-6-7/^ci-<^^/u) _5_ (2-^ o o7x=;l,) 
-1H-1, 2, 3, ;u 




CI 



T L C : R f 0.38 (^oc^/p : n -^^^ = 3 : 7 ) . 




TLC : Rf 0.25 mm^^/U : n _^^f-^=i : 4) . 

NMR(CDC1 3 ) : 8 7.58-7.50 (m, 2H), 7.41-7.39 (m, 2H), 7.31-7.24 (m, 1H), 7.16(d, 
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J = 8. 1 Hz, 1H), 6.96 (td, J = 8.7, 1.5 Hz, 1H), 5.59 (d, J - 1.5 Hz, 2H) e 
mMM2 (2 7) 

1— (2-^nn-6-7;Vto^/V) —5— ( 2 — ^ h^f-is? 
5 -1H-1, 2, 3, 4-ff7^ 




TLC : Rf 0.27 (gjsgfcn^y^ : n — ^drf-^= 3 : 7) ; 

NMR(CDC1 3 ) : 5 7.56-7.50 (m, 1H), 7.43 (dd, J = 7.5, 1.8 Hz, 1H), 7.28-6.92 (m, 

5H), 5.55 (d, J = 1.2 Hz, 2H), 3.86 (s, 3H) 0 

10 

gliifeffil 2 (28) 

1— (2-^na-6-7;^a^/l/) —5- (2-7 VjU) — 1 H — 
1, 2, 3, 4-7f7 > /^ 

II N P 
CI 

15 TLC : R f 0.27 (n -^s^V : %®&a^?-;V= 7 : 3 ) ; 

NMR(CDC1 3 ) : 8 7.72 (dd, J = 2.0, 0.8 Hz, 1H), 7.35-7.26 (m, 3H), 7.10-7.04 (m, 
1H), 6.67 (dd, J = 3.6, 2.0 Hz, 1H), 6.00 (d, J = 1.5 Hz, 2H)„ 
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nmm 2 (29) 

5- (2-^0071=^) —1- (3, 4 — xi n^l/^/v) - 1 H — 
1, 2, 3, 4— X h 7 ^-/^ 




5 TLC : R f 0.34 (g|sifcc^vu : n— ^^i?"V=3 : 7) ; 

NMR(CDC1 3 ) : 5 7.59-7.22 (m, 5H), 7.09 (d, J = 2.2 Hz, 1H), 6.90 (dd, J = 8.2, 2.2 
' Hz, 1H), 5.42 (s, 2H) 0 



H»H2 (3 0) 

10 5— (2— ^ n a 7 an cn/P) —l— ( 4 - h y 7 o ^ f-;^ y v 5 /!/) — 
1H-1, 2, 3, 4-rh7^ 




TLC : R f 0.35 (@£g£a^vi/ : n — ^rU-^=3 : 7) ; 
NMR(CDC1 3 ): 6 7.57-7.50 (m, 4H), 7.41-7.33 (m, 1H), 7.27-7.21 (m, 1H), 7.16 (d, 
15 J = 8.0 Hz, 2H), 5.53 (s, 2H) 0 

HjfeM 2 (31) 

1— (2-^pn-6-7;Vto^;V) -5— [2- (4— ^b^ri/^ 
^—/l^^rv^^yk) ;7a^/H -1H— 1, 2, 3, 4-f h7^ 
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H 3 CO 




TLC : R f 0.38 Qgffifc^/V : n—^*c-f-l/=3 : 7) ; 
NMR(CDC1 3 ) : 8 7.71 (d, J = 7.8 Hz, 1H), 7.61 (td, J = 7.8, 1.5 Hz, 1H), 7.47 (td, J 
= 7.8, 1.5 Hz, 1H), 7.36-7.25 (m, 2H), 7.18 (d, J = 7.8 Hz, 1H), 6.97 (t, J = 9.0, 1.5 
5 Hz, 1H), 6.81-6.72 (m, 4H), 5.55 (d, J = 1.5 Hz, 2H), 4.91 (s, 2H), 3.75 (s, 3H) Q 

mmm 2 (32) 



5— (2 — ^<> / Z>/U^-^riyy a^^/ly) —1— (2-^0-6-7^0^ 
^vVt-) — 1H-1, 2, 3, 4 — *r b 7 A" 



TLC : R f 0.37 Qg&&=^?*ft' : n— -^^-^^=3 : 7) ; 

NMR(CDC1 3 ) : 5 7.56-7.46 (m, 2H), 7.37-7.07 (m, 9H), 6.92 (td, J = 9.0, 1.2 Hz, 

1H), 5.47 (d, J = 1.2 Hz, 2H), 5.12 (s, 2H) 0 

15 IfeSfeM 2 (33) 

1- (2-^no-6-7;l/tP^;i') —5— (2, 3-^oo7a 

=71/) -1H— 1, 2, 3, 4-ff7^/V 




10 
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CI 




CI 

TLC : R f 0.43 (gt&t^/U : n-^^f"^=3 : 7) ; 

NMR(CDC1 3 ) : 5 7.70-7.67 (m, 1H), 7.37-7.24 (m, 3H), 7.17 (d, J = 8.1 Hz, 1H), 

6.96 (td, J = 8.7, 1.2 Hz, 1H), 5.60 (d, J = 1.5 Hz, 2H) Q 

jji2 (3 4) 

1 - (4 — -y/U^-a^^^/U) -5- (4-7/Wto7x=;H — 1 H— 1, 
2, 3, 4 -r h 7 y^/v 



TLC : R f 0.40 (gfc^^/V : n-^=¥f"^=3 : 7) ; 
NMR(CDC1 3 ) : 6 7.60-7.55 (m, 2H), 7.27-7.02 (m, 6H), 5.58 (s, 2H)„ 

SIMM 2 (35) 

5 _ ( 2> 6 — n 0 71-^) -1— ( 4 — ~7 n ^1/ M — 1 H 
-1, 2, 3, 4-7b7^ 
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15 



TLC : R f 0.43 Qg^St^A^ : n — ^r^;x=3 : 7) ; 

NMR(CDC1 3 ) : 8 7.50-7.40 (m, 3H), 7.07-7.03 (m, 2H), 6.96-6.90 (m, 2H), 5.40 (s, 

2H)„ 



mm 2(36) 

5— (2, 5-^PP7i=/V) —1- (4— -1H 
— 1, 2, 3, 4-7b7^ 




TLC : Rf 0.24 (gflggt^J-A' : n — ^-=¥^>'= 1 : 4) ; 
10 NMR(CDC1 3 ) : 8 7.50 (m, 2H), 7.17-6.94 (m, 5H), 5.45 (s, 2H), 




mm 2(37) 



5 - (2-^ pn-4-7/VtB7i^) -1- (4 -^/^n^i/^/U-) 
— 1H-1, 2, 3, 4-fb7>'-/l' 




TLC : Rf 0.21 (g^^^/l^ : n-^^f-^=l : 4) ; 

NMR(CDC1 3 ) : 5 7.33 (dd, J = 8.1, 2.7 Hz, 1H), 7.19 (dd, J = 9.0, 5.7 Hz, 1H), 

7.12-6.92 (m, 5H), 5.44 (s, 2H) 0 
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mmm 2 os) 

5- (2, 3-^oo7i^) — 1 —is? P^v / /^ *f~A> — 1 H— 1 , 
2, 3, 4-7h7^ 




5 TLC:Rf 0.29 ( n ^ : IHK^^/l^ 8 : 2 ) ; 

NMR(CDC1 3 ) : 6 7.72 (dd, J = 8.1, 1.5 Hz, 1H), 7.42 (t, J = 8.1 Hz, 1H), 7.34 (dd, 
J = 8.1, 1.5 Hz, 1H), 4.04 (d, J = 7.5 Hz, 2H), 1.92 (m, 1H), 1.70-1.06 (m, 8H), 0.88- 
0.80 (m, 2H) 0 

10 ^jifeM 2 (39) 

5— (2, 3-^nn7x=/H -1— (4 — ^/l^n^^v 5 /!') — 1H 
-1, 2, 3, 4-fh7^ 




TLC : R f 0.23 (BBftac^vl/ : n— ^=¥lh^=3 : 7) ; 
15 NMR(CDC1 3 ) : 8 7.71-7.67 (m, 1H), 7.31 (t, J = 8.1 Hz, 1H), 7.11-6.91 (m, 5H), 
5.44(s,2H) 0 

^jjfeM2 (4 0) 

1— (2-^np-6-7;^P^^) — 5 — i/9 p vVV— 1 H — 

275 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 PCT/JP02/10377 



1, 2, 3, 4— "rhv^/— /V 




TLC : R f 0.39 (n -^^i^^ : @^^^^/^= 7 : 3 ) ; 
NMR(CDCI 3 ) : 8 7.40-7.25 (m, 2H), 7.09 (td, J = 8.7, 1.2 Hz, 1H), 5.59 (d, J = 1.2 
5 Hz, 2H), 2.95-2.87 (m, 1H), 1.91-1.34 (m, 10H) o 

3Hfc0«2 (4 1) 

1— (2-^nn-6-7^tn^y^v) —5— ( 1 — *J- 7 ^vuO — 1H 

-1, 2, 3, 4 — ^ h7 N /^ 



10 




TLC : R f 0.21 (gfitec^/V : n— ^dp-f-^= l : 4) ; 
NMR(CDC1 3 ) : 8 8.07-8.04 (m, 1H), 7.93 (d, J = 7.8 Hz, 1H), 7.61-7.44 (m, 5H), 
7.15 (td, J = 8.1, 6.0 Hz, 1H), 7.03 (d, J = 7.8 Hz, 1H), 6.83 (t, J - 8.9 Hz, 1H), 5.54 
(s, 2H)„ 

- 15 

mmmz (42) 

1-^0-^/1^-5- (2, 5-^nB7x=i;i/) — 1H— 1, 2, 3, 4 
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CI 



TLC : R f 0.45 (g^^^vl" : n — ^=3ri?-> / =3 : 7) ; 

NMR(CDC1 3 ) : 8 7.47 (m, 2H), 7.37-7.24 (m, 3H), 7.12 (m, 1H), 7.03-7.00 (m, 

2H), 5.49 (s, 2H)„ 

»|2 (4 3) 

1- (2-^no-6-7^o^» -5— (2, 5— ^nu:7^ 
~/v0 — 1H— 1, 2, 3, 4— ^h^y— /l^ 




10 TLC : Rf 0.39 (H^j^/V- : n— ^3^:/= 1 : 4) ; 

NMR(CDC1 3 ) : 8 7.49-7.25 (m, 4H), 7. 18 (d, J = 8.7 Hz, 1H), 6.96 (td, J = 8.7, 0.9 
Hz, 1H), 5.63 (d, J = 1.2 Hz, 2H) Q 

H»i)2 (4 4) 

15 1- ( 2 - ^ ct O - 6 -7*y ^v"<y^) —5- (2, 3-^PD7 
cn^/l/) -1H-1, 2, 3, 4-fb7y-/> 
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CI 



CI 



TLC : R f 0.31 (ffgfcc?^ : n -^3riJ-^= 1:4) ; 

NMR(CDC1 3 ) : 5 7.64 (dd, J = 8.1, 1.5 Hz, 1H), 7.37-7.08 (m, 7H), 6.84-6.81 (m, 

2H), 6.62 (dd, J= 8.1, 1.2 Hz, 1H), 5.67 (s, 2H)„ 

(4 5) 

1- (2-^no-6 - 7;kt a ^) —5 — (2— 17^) — 1H 
— 1, 2, 3, 4-fh7/-^ 



TLC : Rf 0.24 (gfcgfc^^ : n-^^r^V=l : 4) ; 
NMR(CDC1 3 ) : 6 8.21 (s, 1H), 8.03 (d, J = 8.4 Hz, 1H), 7.97-7.94 (m, 2H), 7.77 
(dd, J = 8.4, 1.5 Hz, 1H), 7.67-7.61 (m, 2H), 7.33-7.25 (m, 1H), 7.19 (d, J = 8.1 Hz, 
1H), 7.00 (t, J = 8.4 Hz, 1H), 5.79 (d, J = 1.2 Hz, 2H) Q 

g&8jflj|2 (4 6) 



5- (2, 4-^PP7x=/l/).-l- (4— -1H 
— 1, 2, 3, 4— 7" 
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TLC : R f 0.38 (gj^c^vk : b/^^= 1 : 9) ; 

NMR(CDC1 3 ) : 3 7.59 (d, J = 1.8 Hz, 1H), 7.36 (dd, J = 8.4 Hz, 1.8 Hz, 1H), 7.14 
(d, J = 8.4 Hz, 1H), 7.06-6.90 (m, 4H), 5.44 (s, 2H)„ 



5 - (2-^PP-4-=f07s-;l') —1— (4 — ^/V-^n^^vyU) 
— 1H— 1, 2, 3, 4-rf7 , /-/l' 



10 TLC :Rf 0.38 (@£@£cc5=ylx : n — ^^f-^=l : 2) ; 

NMR(CDC1 3 ) : 8 8.43 (d, J = 2.1 Hz, 1H), 8.21 (dd, J = 8.4 Hz, 2.1 Hz, 1H), 7.41 
(d, J = 8.4 Hz, 1H), 7.06-6.91 (m, 4H), 5.50 (s, 2H) D 

^1ifeM2 (4 8) 

15 5- (4-i/7/7*=;l') -1- (±-7/V$-xis<l/i?;V) -1H-1, 
2, 3, 4 —*r Yy^J—^ 



5 
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TLC : R f 0.25 (jgm^f'/U : n »^V= 1 : 2) ; 

NMR(CDC1 3 ): 5 7.86-7.79 (m, 2H), 7.75-7.69 (m,2H), 7.18-7.02 (m, 4H), 5.62 (s, 
2H) 0 

^ji£M2 (4 9) 



1- (4 — 7A'*rxi*<>'*?A,) -5- (4-^^7^;n=/P) — 1H-1, 
2, 3, 4— ^h^y— 



TLC : R f 0.43 (Bm^f-A* : n -^=3f 1^= 1 : 2) ; 

NMR(CDC1 3 ) : 8 7.49-7.44 (m, 2H), 7.35-7.30 (m, 2H), 7.19-7.12 (m, 2H), 7.08- 

7.00 (m, 2H), 5.57 (s, 2H), 2.44 (s, 3H) Q 

HjfM 2 (50) 

5— (2, 5-^PP7i=/k) -1— (4 — 2 — MJ ;7/l^- 

U*?-A~<ls*?AS) -1H-1, 2, 3, 4-^ h^y—ZV 



TLC : R f 0.33 (g^m^^/l^ : n-^^i^^= I : 4) ; 

NMR(CDC1 3 ): 6 7.53-7.45 (m, 2H), 7.37 (dd, J = 8.7 Hz, 2.7 HZ, 1H), 7.28-7.16 
(m, 3H), 5.63 (s, 2H) e 
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mmm 2(51) 

5— (2, 3-^no7x-;>) —1- (4-7;i/tn-2- MJ7;^ 
n^f-zV^^J/V) -1H-1, 2, 3, 4— TY^^—fr 



5 F 3 C 

TLC : R f 0.49 QS0ft^^-j>v : n— ^^f-^= 1 : 2) ; 

NMR(CDC1 3 ) : 6 7.68 (d, J = 8.1 Hz, 1.8 Hz, 1H), 7.38-7.29 (m, 2H), 7.24-7.16 (m, 

3H), 5.60 (s, 2H)„ 

10 HjfeflU 2 (52) 



1— {2—^nxi — A — y;^xi^<^i^jV) —5— (2, 5— ifjruuy^ 
~M -1H— 1, 2, 3, 4-fh7^ 



TLC : Rf 0.26 (@£i£^^vt' : n— ^=¥^^=1 : 5) ; 
15 NMR(CDC1 3 ) : 6 7.53-7.45 (m, 2H), 7.28-7.24 (m, 1H), 7.20 (dd, J = 8.4, 2.4 Hz, 
1H), 7.09 (td, J = 8.4 Hz, 6.0 Hz, 1H), 6.98-6.90 (m, 1H), 5.56 (s, 2H) a 

mMM2 (5 3) 
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1- (2-^nn-4-7^tP^y^) -5— (2, 3-^nn7s 
— 1 H— 1 , 2, 3, 4-fh7 % / k -/i' 




TLC : Rf 0.35 (g&ggtccT-As : h/l^^= 1 : 9) ; 
5 NMR(CDC1 3 ) : 5 7.68 (dd, J = 8.1, 1.5 Hz, 1H), 7.33 (t, J = 7.5 Hz, 1H), 7.22-7.15 
(m, 2H), 7.05 (dd, J = 8.1, 2.7 Hz, 1H), 6.94 (td, J = 8. 1, 2.7 Hz, 1H), 5.55 (s, 2H) e 

HjfeM 2 (54) 

5- (2, 5 — S?^ a o —1— (2, 5 — i?7 /V^rn^ls^/V) 

10 - 1 H— 1 , 2 , 3 , 4 — ^ h 7 




TLC : Rf 0.33 (glg^^/U- : n— ^-^ri^>-= 1 : 4) ; 

NMR(CDC1 3 ): 8 7.55-7.48 (m, 2H), 7.31-7.28 (m, 1H), 7.07-6.87 (m, 3H), 5.48 (s, 

2H)„ 

15 

mmm 2 (55) 

5— (2-^nB7x=;i/) — 1 — (2, 5 — a u^^-^/P) — 1 H — 
1, 2, 3, 4-ff7^ 
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TLC : R f 0.21 (g^k^-f-^ : n-^=¥lf-;x=l : 4) ; 

NMR(CDC1 3 ): 5 7.58-7.50 (m, 2H), 7.41-7.35 (m, 1H), 7.34-7.28 (m, 1H), 7.23 (s, 

2H), 7.07 (s, 1H), 5.55 (s, 2H) 0 




0i] 2 (56) 

5- (2— ^ n P7x^) —1- (2, 5— v^^/V-^-n^^-v^/U) — 1H 
— 1, 2, 3, 4-fh7y^ 




10 TLC : Rf 0.26 (fj^n^vi^ : n -^^f-^=i : 3) ; 

NMR(CDC1 3 ) : 8 7.60-7.52 (m, 2H), 7.44-7.38 (m, 1H), 7.36-7.31 (m, 1H), 7.04- 
6.90 (m, 2H), 6.88-6.81 (m, 1H), 5.48 (s, 2H) D 




Mi2 (5 7) 



15 1- U-^/^n-^^v^) -5- (3-^=/^) -1H-1, 2, 3, 

4 -7 1 h 9 y^/u 
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T LC : R f 0.33 ( Y/V^^ : %fflfezL=?-;V= 9:1) ; 
NMR(CDC1 3 ) : 5 7.70 (dd, J = 3.0 Hz, 1.2 Hz, 1H), 7.51 (dd, J = 5.1 Hz, 3.0 Hz, 
1H), 7.43 (dd, J = 5.1 Hz, 1.2 Hz, 1H), 7.20-7.12 (m, 2H), 7.12-7.03 (m, 2H), 5.67 (s, 
5 2H) 0 

mmm 2 (58) 

5- [2— (3— ^PDfx^yV) ] — 1- — 1 

H— 1, 2, 3, 4-7 l h7/ fc -;V 




T L C : R f 0.29 ( n — ^MJ-V : g^gl^^V^ 3 : 1) ; 

NMR(CDC1 3 ) : 5 7.61 (d, J = 5.4 Hz, 1H), 7.14-7.04 (m, 3H), 7.02-6.93 (m, 2H), 

5.59 (s, 2H) 0 

15 iti 2 (5 9) 

x _ (2-^nn-4-7/Vtn^^) —5— (2-MJ7/Vtn^f 

/l^^^/V) -1H— 1, 2, 3, 4-fb7 > /^ 
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TLC : Rf 0.26 (Sfsgkn^yl" : n-^^>=l : 3) ; 
NMR(CDC1 3 ): 6 7.87 (d, J = 8.1 Hz, 1H), 7.73 (t, J= 8.1 Hz, 1H), 7.64 (t, J= 8.1 
Hz, 1H), 7.21 (d, J = 8.1 Hz, 1H), 7.15 (dd, J = 8.7 Hz, 6.0 HZ, 1H), 7.07 (dd, J = 8.4 
5 Hz, 2.7 HZ, 1H), 6.97-6.90 (m, 1H), 5.47 (s, 2H) 0 

mmm 2 (60) 

1 - 2— MJ -5- (5-7/^ 

tn _2-fj)7/i,tP^Wi-/V) -1H— 1, 2, 3, 4-rb7 
10 V—JV 




TLC : Rf 0.37 (gfcg^fvl' ' n — ^ih>-= 1 : 4) ; 

NMR(CDC1 3 ) : 5 7.88 (dd, J = 9.0 Hz, 5.1 Hz, 1H), 7.45-7.34 (m, 2H), 7.28-7.23 

(m, 2H), 6.86 (dd, J = 8. 1 Hz, 2.7 Hz, 1H), 5.55 (s, 2H) 0 

1— (2-^Pn-4-74'to / <y , » —5— (5 — r7/Kfn— 2— h 
U7;vto^f^7x=;u) - 1 H- 1 , 2, 3, 4 -r b 7 
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TLC : R f 0.20 (g&Stx.?- A? : n— '^MM'— 1 : 5) ; 
NMR(CDC1 3 ) : 8 7.88 (dd, J = 8.4 Hz, 5.4 Hz, 1H), 7.46-7.38 (m, 1H), 7.20 (dd, J 
= 8.7 Hz, 5.7 Hz, 1H), 7.10 (dd, J = 8.1 Hz, 2.7 Hz, 1H), 7.00-6.88 (m, 2H), 5.50 (s, 
5 2H) 0 



ll«2 (6 2) 

1- (2, 4 — S?^ u n^^^/V-) -5— (2, 3— ^^nn^^^/l^) — 
1H— 1, 2, 3, 4 —X h 7 




TLC : Rf 0.40 (If^^A- : n— ^^rf"^= 1 : 3) ; 

NMR(CDC1 3 ) : 5 7.68 (dd, J = 8.4 Hz, 1.8 Hz, 1H), 7.36-7.30 (m, 2H), 7.23-7.17 

(m, 2H), 7. 11 (d, J = 8.4 Hz, 1H), 5.54 (s, 2H) C 

15 mjfeM2 (6 3) 

1- (2, 5-^pp^» -5- (2, 3-^nn7x^) — 

1H-1, 2, 3, 4-ff7^ 
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TLC : R f 0.31 (Rfflfct^Vl' : n-^"^^=l : 3) ; 

NMR(CDC1 3 ) : 6 7.69 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.32 (t, J = 8.1 Hz, 1H), 7.25- 

7.23 (m, 2H), 7.20 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.11-7.09 (m, 1H), 5.54 (s, 2H) 0 

M2 (6 4) 

5- (2, 3-^PD7i^) -1- (2-7x/^y^t/) -1 
H-l, 2, 3, 4-f b7/^ 




10 TLC : Rf 0.37 (gfcgfca^A' ' n-^^>=l : 3) ; 

NMR(CDC1 3 ) : 8 7.60 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.33-7.00 (m, 8H), 6.73-6.68 

(m, 3H), 5.54 (s, 2H) 0 
gtjfejgl 2 (65) 

15 x _ (2-^<^v ? /^^v'^<>'v ? /l-) -5- (2, 3-^OD7i^) 
-1H— 1, 2, 3, 4— s rV7V—fl' 
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TLC : R f 0.37 (fflsBfca^vu : n— ^^^1^=1 : 2) ; 
NMR(CDC1 3 ) : 5 7.53 (dd, J= 7.5 Hz, 1.5 Hz, 1H), 7.41-7.31 (m, 3H), 7.29-7.22 
(m, 1H), 7.20-7.12 (m, 2H), 7.11-7.04 (m, 2H), 6.90-6.78 (m, 3H), 5.48 (s, 2H), 4.89 
(s, 2H)„ 

gjjfeM 2 (66) 

x _ ( 2 — ^O-i^/^ar^— 5 — 9 a n^^vW —5— (2, 3 — 5?^ n 
o7x=;i/) — 1H— 1, 2, 3, 4 -t" Y^V—)^ 




TLC : Rf 0.47 (gfs&cc^yu : n—^*-f-^= 1 : 2) ; 
NMR(CDC1 3 ) : 8 7.57 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.42-7.33 (m, 3H), 7.20 (dd, J 
= 8.7 Hz, 2.4 Hz, 1H), 7.16-7.08 (m, 3H), 7.01 (d, J = 2.4 Hz, 1H), 6.82 (dd, J = 7.5 
Hz, 1.5 Hz, 1H), 6.77 (d, J = 8.7 Hz, 1H), 5.42 (s, 2H), 4.88 (s, 2H)„ 



jj2 (6 7) 
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1- (5-^nn-2-^^y^) —5- (2, nn7j 
-1H-1, 2, 3, 4-rh7^ 



TLC : R f 0.28 (@£^c<?vP : n— -^^^^=1 : 2) ; 
5 NMR(CDC1 3 ) : 8 7.68 (dd, J = 8.0 Hz, 1.5 Hz, 1H), 7.31 (t, J = 8.0 Hz, 1H), 7.21 
(dd, J = 9.0 Hz, 2.4 Hz, 1H), 7.17 (dd, J = 8.0 Hz, 1.5 Hz, 1H), 7.02 (d, J = 2.4 Hz, 
1H), 6.67 (d, J = 9.0 Hz, 1H), 5.43 (s, 2H), 3.58 (s, 3H) 0 

Hj^M 2 (68) 

10 1— (5— i^nn— 2— ^y^-nfcV^^V^^^/l^) -5- (2, 3— 
?uu7^~;\s) -1H-1, 2, 3, 4-ff7y^ 

H 3 C 



TLC : Rf 0.41 (i^o^A- : n— ^3MM^= 1 : 2) ; 
NMR(CDC1 3 ) : 5 7.65 (dd, J = 7.8 Hz, 1.8 Hz, 1H), 7.25 (t, J = 7.8 Hz, 1H), 7.15 
15 (dd, J = 9.0 Hz, 2.7 Hz, 1H), 7.09 (dd, J = 7.8 Hz, 1.8 Hz, 1H), 6.84 (d, J = 2.7 Hz, 
1H), 6.67 (d, J = 9.0 Hz, 1H), 5.46 (s, 2H), 4.39 (quintet, J = 6.0 Hz, 1H), 1.15 (d, J = 
6.0, 6H)„ 




H 3 CO 




CI 



289 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



mmm 2 (69) 

1— (5— —zc h f-jV^-^^^Z/^jV) - 5 — 

(2, 3-^do7i^) -1H— 1, 2, 3, 4-7b7^ 




5 CI 

TLC : R f 0.26 (gf^c^vk : n— ^^1hV=l : 2) ; 
NMR(CDC1 3 ) : 8 7.65 (dd, J - 7.8 Hz, 1.5 Hz, 1H), 7.28 (t, J = 7.8 Hz, 1H), 7.22- 
7.16 (m, 2H), 7.00 (d, J = 2.7 Hz, 1H), 6.58 (d, J = 9.0 Hz, 1H), 5.54 (s, 2H), 4.42 (s, 
2H), 4.19 (q, J = 7.2 Hz, 2H), 1.25 (t, J = 7.2, 3H) C 

0 

^1M2 (7 0) 

1- (2, 3 — i?jr a u^^i?/l^ -5— (2, 3-^nn7x=^) - 
1H— 1, 2, 3, 4— -rh^y— /l' 




15 TLC : Rf 0.27 (f^a^/l^ : n — ^-^i?-^=l : 3) ; 

NMR(CDC1 3 ) : 5 7.68 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.43 (dd, J = 8.1 Hz, 1.8 Hz, 
1H), 7.32 (t, J = 8.1 Hz, 1H), 7.21 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.16 (t, J = 8.1 Hz, 
1H), 7.03 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 5.60 (s, 2H)„ 
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mmm 2 (71) 

5- (2, —1— (2, 3-^bd7i=;1/) — 

1H-1, 2, 3, 4-Th yV—JV 

CI 



T L C : R f 0.49 (n — ^MJ- V : gfSfcr.^yi,= 2 : 1 ) ; 

NMR(CDCI 3 ) : 5 7.71 (dd, J - 8.1 Hz, 1.5 Hz, 1H), 7.35 (t, J = 8.1 Hz, 1H), 7.23- 

7.12 (m, 4H), 4.29 (s, 2H) 0 

HiffcM 2 (72) 

1 - ( 2 — ^i^^/W*^^) -5- (2, 7 - 1 H 

— I, 2, 3, 4 —7^ 



T LC : R f 0.36 ( : ffi^^?sis= 2 0:1); 

NMR(CDC1 3 ) : 5 7.64 (dd, J = 8.1, 1.5 Hz, 1H), 7.28-7.06 (m, 7H), 7.02 (dd, J = 

7.6, 1.5 Hz, 1H), 6.96-6.91 (m, 2H), 6.77-6.73 (m, 1H), 5.38 (s, 2H), 3.84 (s, 2H) e 
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UMM 2 (73) 

1- (2, 3-^PO^» -5- (2, - 
1H-1, 2, 3, 4-7^7^ 



5 TLC : R f 0.37 (n -^^f-^ : @^^^^/U= 2 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.41 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.34 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 7.10 (t, J = 7.8 Hz, 1H), 7.09 (t, J = 7.8 Hz, 1H), 6.96 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 6.63 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 5.60 (s, 2H), 4.39 (s, 2H) 0 

10 H»U2 (7 4) 

5— (2, 3 — o v^L^z?/u) -1— (2, 3— v^n a -7 ^ —/l^) - 
1H-1, 2, 3, 4-ff7 > /wV 



TLC : R f 0.37 (n -^rlh^ : @£^c^v^= 2 : 1 ) ; 
15 NMR(CDC1 3 ) : 5 7.69 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.40-7.30 (m, 2H), 7.15 (dd, J 
= 8.1 Hz, 1.5 Hz, 1H), 7.13-7.09 (m, 2H), 4.36 (s, 2H)„ 

mm&n 2 (75) 

5— (2, 3-^bd7i^) -1- (2-^^y ^rv'^^yl^-O'^/^) 
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-1H-1, 2, 3, 4-7 i h7^ 



CI 




T L C : R f 0.34 ( b/^ V : H^r^/U= 19:1) ; 
NMR(CDC1 3 ) : 5 7.61 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.40-7.17 (m, 6H), 7.08 (dd, J 
5 = 7.5 Hz, 1.5 Hz, 1H), 7.03-6.96 (m, 1H), 6.93 (d, J = 7.5 Hz 1H), 6.86-6.80 (m, 2H), 
5.63 (s, 2H), 4.87 (s, 2H) 0 

Hffiflj 2 (76) 



5- (2, 3-^no7x=/l') -1— (2 ^^/WO-^su) - 1 
10 H-l, 2, 3, 4-fh7 > /^ 



T L C : R f 0.37 ( b/^^ : @^^^^/^= 19:1) ; 

NMR(CDC1 3 ) : 5 7.63 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.28-7.12 (m, 6H), 7.08-6.96 

(m, 4H), 6.77 (d, J = 7.8 Hz 1H), 5.21 (s, 2H), 2.70 (s, 4H)„ 



1- (2— ^ n n- 6 h^rv^^vVu) -5- (2, 3-^nn7i 
— ^) — 1H— 1, 2, 3, 4 —T V^y—jV 





15 
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H 3 CO 



TLC : Rf 0.29 (n — ^^MJ-^ : 2 : 1) ; 

NMR(CDC1 3 ) : 8 7.64 (dd, J - 7.8 Hz, 1.5 Hz, 1H), 7.27 (t, J = 7.8 Hz, 1H), 7.20 (t, 
J = 8.4 Hz, 1H), 7.18 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 6.93 (d, J = 8.4 Hz, 1H), 6.67 (d, J 
= 8.4 Hz, 1H), 5.63 (s, 2H), 3.64 (s, 3H) 0 



mmm 2 (78) 

5- (2, 3-^nn7i=;V) -1- [2- (n - ;* ^vl— - N — 7 a =. 
/KT^/) -SVvW -1H-1, 2, 3, 4-^ h^y-yl/ 



TLC : R f 0.44 ( h/toc ^ : gjjgfcocfvi^ 9 : i ) ; 

NMR(CDC1 3 ) : 5 7.61 (dd, J = 8.4, 1.5 Hz, 1H), 7.37 (dt, J = 7.8, 1.5 Hz, 1H), 
7.23-7.06 (m, 6H), 6.91 (dd, J = 7.8, 1.5 Hz, 1H), 6.79-6.74 (m, 1H), 6.35-6.31 (m, 
2H), 5.33 (s, 2H), 2.94 (s, 3H) 0 

H»J 2 (79) 

1— (2 Si/vvt^-:^- 6 — 2 a n^^^yu) —5— (2, 3— 0 
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^/u) -1H-1, 2, 3, 4— 7" Y^-J—jV 




TLC : R f 0.35 (n -^dp-fl-j^ : @^ac5vl^= 3 : 1 ) ; 
NMR(CDC1 3 ) : 5 7.58 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.42-7.32 (m, 3H), 7.23-7.16 
5 (m, 3H), 7.12 (t, J = 8.1 Hz, 1H), 6.95 (d, J = 8.1 Hz, 1H), 6.88 (dd, J = 8.1 Hz, 1.5 
Hz, 1H), 6.78 (d, J = 8.1 Hz, 1H), 5.61 (s, 2H), 4.95 (s, 2H)„ 

HMM 2 (80) 

1 ( 2 -^Vi^W^- 4 - ^ n n^y^) -5- (2, 3-v^ni 
10 P7x -1H-1, 2, 3, 4-ff7^ 



TLC :Rf 0.38 (n -^-f- V : ^m^^/U= 3 : 1) ; 
NMR(CDC1 3 ) : 8 7.55 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.43-7.34 (m, 3H), 7.18-7.13 
(m, 2H), 7.10 (t, J = 7.8 Hz, 1H), 7.03 (d, J = 7.8 Hz, 1H), 6.90-6.85 (m, 2H), 6.79 
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(dd, J = 8.1 Hz, 1.5 Hz, 1H), 5.41 (s, 2H), 4.87 (s, 2H)„ 
Hi 2 (81) 

1 - Hy^B^rV-l-/f;V) —5— (2, 3-^t3n7a: = 
-1H-1, 2, 3, 4-fh7/^ 




T L C : R f 0.48 ( h/l^cc^ : gjig£a^/^= 9:1) ; 

NMR(CDC1 3 ) : 5 7.62 (dd, J = 8.1, 1.5 Hz, 1H), 7.23 (t, J - 7.8 Hz, 1H), 7.18-7.02 

(m, 4H), 6.21 (d, J = 7.5 Hz, 1H), 5.51 (dd, J = 9.0, 3.0 Hz, 1H), 2.88-2.81 (m, 1H), 

2.68-2.59 (m, 1H), 2.55-2.34 (m, 2H), 2.20-2.10 (m, 1H), 1.97-1.75 (m, 2H), 1.56- 
1.44 (m, 1H)„ 

H»l2 C8 2) 

1— (2— ^^vVl^drix- 5 — s=. h o^x^/V-) —5— (2, 3— v?^ o 
B7xs^) -1H-1, 2, 3, 4-Th7^ 
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T L C : R f 0.31 (n —^^Zs : 2 : 1 ) ; 

NMR(CDC1 3 ): 8 8.20 (dd, J = 9.0 Hz, 2.7 Hz, 1H), 7.95 (d, J = 2.7 Hz, 1H), 7.59 
(dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.43-7.38 (m, 3H), 7.20-7.12 (m, 3H), 6.97 (d, J= 9.0 
Hz, 1H), 6.83 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 5.49 (s, 2H), 5.05 (s, 2H)„ 

ISRSflif 2 (83) 

1 — ( 2 — < ^ vVl^-^r 5 - znvOr X2^<Z/i?;v) - 5 - ( 2 , 3 - v?^ 

-1H-1, 2, 3, 4 -f h 7 /-/I' 




T L C : R f 0.48 (n : ^m^;v= 2:1) ; 

NMR(CDC1 3 ) : 5 7.56 (dd, J = 7.8, 1.8 Hz, 1H), 7.41-7.33 (m, 3H), 7.17-7.12 (m, 
2H), 7.12 (t, J = 7.8 Hz, 1H), 6.95 (ddd, J = 9.0, 8.1, 3.0 Hz, 1H), 6.86 (dd, J = 7.8, 
1.8 Hz, 1H), 6.82 (dd, J = 9.0, 3.0 Hz, 1H), 6.78 (dd, J = 9.0, 3.9 Hz, 1H), 5.43 (s, 
2H), 4.86 (s, 2H) 0 

^1M2 (8 4) 

1— (2— -O-v^/M-dr^- 5 -^^y^^^/p) —5- (2, 3-^n 
n:7^=/l^) -1H-1, 2, 3, 4-rf7/^ 
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TLC:Rf 0.49 (n **yrls : mWt^^= 2 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.52 (dd, J = 7.8, 1.8 Hz, 1H), 7.40-7.29 (m, 3H), 7.17-7.12 (m, 
2H), 7.07 (t, J = 7.8, 1H), 7.02 (dd, J = 8.4, 2. 1 Hz, 1H), 6.84 (d, J = 2.1 Hz, 1H), 6.80 
5 (dd, J = 7.8, 1.8 Hz, 1H), 6.71 (d, J = 8.4 Hz, 1H), 5.44 (s, 2H), 4.85 (s, 2H), 2. 18 (s, 
3H)„ 

2 (85) 

1 ( 2 — 5 - ^ *5-)VT % y ^^/U) - 5 - ( 2 , 3 
10 -v»^ an^^^/l^) -1H-1, 2, 3, 4-rh7^ 




TLC : Rf 0.33 (g^oc^ : n — >-dr-^^= i : i) ; 

NMR(CDC1 3 ) : 5 7.51 (dd, J= 8.1 Hz, 1.5 Hz, 1H), 7.39-7.28 (m, 3H), 7.16-7.12 

(m, 2H), 7.07 (t, J = 8.1 Hz, 1H), 6.83 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 6.73 (d, J = 9.0 
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Hz, 1H), 6.61 (dd, J = 9.0 Hz, 3.3 Hz, 1H), 6.48 (d, J= 3.3 Hz, 1H), 5.45 (s, 2H), 4.79 
(s, 2H), 2.80 (s, 6H)„ 

mmm 2 (86) 

5 5 - ( 2 — <^ i?/U$-3ri^<^i?/u) -1- (2, 3 - n n :7 ^ ~;V) 
-1H-1, 2, 3, 4-r h7 y—Jls 




TLC : R f 0.21 (n — ^^y-y : g£^n^vp= 4 : 1 ) ; 
NMR(CDC1 3 ) : 5 7.53 (dd, J = 8.4, 1.2 Hz, 1H), 7.40-7.31 (m, 3H), 7.23-7.15 (m, 
10 3H), 7.12-7.03 (m, 2H), 6.88-6.81 (m, 2H), 6.57 (dd, J - 8.4, 1.2 Hz, 1H), 4.86 (s, 
2Hr,4.15(s,2H) 0 

Hffiffi] 2 (87) 

5- (2, 3-^Dn7i-;H —1- (2-= I^P^y^) — 1 H- 
15 1, 2, 3, 4-rh7^V 




TLC :Rf 0.31 (n : gB£jt^= 2 : 1 ) ; 

299 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



NMR(CDC1 3 ) : 5 8.13 (dd, J = 8.1, 1.5 Hz, 1H), 7.70 (dd, J = 7.2, 2.7 Hz, 1H), 
7.65 (dd, J = 7.8, 1.5 Hz, 1H), 7.56 (dt, J = 7.8, 1.5 Hz, 1H), 7.41-7.33 (m, 2H), 7.23 
(dd, J = 8.1, 1.5 Hz, 1H), 5.82 (s, 2H) 0 

HIi2 (8 8) 

5— ( 2 -^y^t^r^- 5 - ^ o a^y^;u) —1— (2, 3— 
P^^=/U) -iH-1, 2, 3, 4-fb7^ 

CI 




T L C : R f 0.26 (n — ^rf-^ : g^aifvt^ 4 : 1 ) ; 
NMR(CDC1 3 ) : 5 7.58 (dd, J = 8.1, 1.8 Hz, 1H), 7.41-7.33 (m, 3H), 7.18-7.08 (m, 
4H), 7.04 (d, J = 2.4 Hz, 1H), 6.76 (d, J = 7.8 Hz, 1H), 6.59 (dd, J = 7.8, 1.5 Hz, 1H), 
4.85 (s, 2H), 4.10 (s,2H)„ 

MMM2 (8 9) 

1- (2-^<>v ? /P^-^ri>'-5-^at3^<^^l-) -5- (2, 
/I^^^/W - 1 H- 1 , 2, 3, 4-rh7/-/P 
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T L C : R f 0.38 ( n — : 



^v^=3 : 1) 



NMR(CDC1 3 ) : 5 7.39-7.26 (m, 4H), 7.22-7.16 (m, 3H), 7.11 (t, J = 7.8 Hz, 1H), 

6.89 (d, J = 7.8 Hz, 1H), 6.80-6.74 (m, 2H), 5.38 (s, 2H), 4.93 (s, 2H), 2.26 (s, 3H), 
1.83(s,3H)„ 



gUM 2 (90) 

5- (2, S-^apyx^) -1- (2, 5 -vM^/l^i/^/P) - 
1H-1, 2, 3, 4 — ^ h =7 




10 CH 3 

i 

f 

T L C : R f 0.43 ( h jV=c^ : ^m?u^;V= 10:1) ; 

NMR(CDC1 3 ) : 6 7.63 (dd, J = 7.8, 1.8 Hz, 1H), 7.22 (t, J = 7.8 Hz, 1H), 7.02 (dd, 

J = 7.8, 1.8 Hz, 1H), 7.00-6.89 (m, 2H), 6.51 (brs, 1H), 5.47 (s, 2H), 2.13 (s, 3H), 
2.07 (s, 3H)„ 

L5 
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l— ( 2 -^y^;vt^^- 5 p n^y^) —5— (2-^nn7 

=-jV) -1H-1, 2, 3, 4-7h7^ 




T L C : R f 0.25 (n— ^^^^ : 



5 NM R (CDC1 3 ) : 8 7.47-7.33 (m, 5H), 7.24-7. 13 (m, 4H), 6.99-6.94 (m, 2H), 6.76 (d, 
J = 8.7 Hz, 1H), 5.45 (s, 2H), 4.88 (s, 2H) 0 



Uli 2 (92) 

1- (2 — <y^t^^-5-^na^y^;V) -5— (2-/f;i/7x 
10 - 1 H— 1 , 2, 3, 4— 7^7^-/1" 




CI 



T L C : R f 0.30 (n — ~^f->- : @£ggrc^,^= 3 : 1 ) ; 

NMR(CDC1 3 ) : 6 7.43-7.25 (m, 5H), 7.22-7.16 (m, 4H), 7.03 (dd, J = 7.5, 1.2 Hz, 

1H), 6.84 (d, J = 2.7 Hz, 1H), 6.78 (d, J = 8.7 Hz, 1H), 5.40 (s, 2H), 4.92 (s, 2H), 2.03 
15 (s, 3H) 0 

jtg 2(93) 

1- (2-^y^7 5/ ^y^;l/) -5- (2, 3 — n n :7^=/l^) 
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-1H-1, 2, 3, 4-fh7/^ 




T L C : R f 0.33 (n-^#ty iSixf^S : 1) ; 
NMR(CDC1 3 ) : 8 7.67 (dd, J = 8.1, 1.5 Hz, 1H), 7.39-7.33 (m, 2H), 7.31-7.22 (m, 
5 4H), 7. 14-7.09 (m, 1H), 7.02 (dd, J = 7.8, 1.5 Hz, 1H), 6.60 (d, J = 8. 1 Hz, 1H), 6.49- 
6.42 (m, 2H), 5.42 (s, 2H), 4.89-4.83 (br, 1H), 4.33 (d, J = 5.1 Hz, 2H) 0 

mMM2 (9 4) 

5- (2, 3-^dP7x^) —1- (2, 4— i^^/WO-S^) - 
10 1H-1, 2, 3, 4-7^7^/1/ 




T L C : R f 0.49 ( Y/V^y : g|^cc^u= 10:1) ; 
NMR(CDC1 3 ) : 5 7.63 (dd, J = 8.4, 1.8 Hz, 1H), 7.25 (t, J = 8.4 Hz, 1H), 7.06 (dd, 
J = 8.4, 1.8 Hz, 1H), 6.91 (d, J = 1.8 Hz, 1H), 6.79 (dd, J = 7.5, 1.8 Hz, 1H), 6.63 (d, J 
15 = 7.5 Hz, 1H), 5.45 (s, 2H), 2.24 (s, 3H), 2. 1 0 (s, 3H)„ 

H1M2 (9 5) 

1— (2 -^^v 1 /^^^— 5 — ^ n n^O-^/l^) —5— (3— ^f;l/7x 
~4<0 -1H-1, 2, 3, 4-7f7^/V 
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H 3 C 




TLC : Rf 0.48 (n — ^=3r^;x : @£@£^^/U= 2 : 1) ; 
NMR(CDC1 3 ): 5 7.73-7.18 (m, 10H), 6.98 (d, J = 2.4 Hz, 1H), 6.89 (d, J = 8.7 Hz, 
1H), 5.59 (s, 2H), 4.99 (s, 2H), 2.35 (s, 3H) 0 

HjfjM 2 (96) 

1— (2-^np-6-7^to^» —5— (2-=fn7x-/l') 
-1H-1, 2, 3, 4 — 7 1 b^y— 



TLC : Rf 0.19 (n-^f y : @^ix^;k=3 : 2) ; 
NMR(CDC1 3 ) : 5 8.35 (dd, J = 7.8, 1.2 Hz, 1H), 7.81-7.68 (m, 2H), 7.34-7.22 (m, 
2H), 7.14 (dt, J= 7.8, 1.2 Hz, 1H), 6.89 (td, J = 9.0, 1.2 Hz, 1H), 5.60 (d, J = 1.2 Hz, 
2H) 0 

jijj (9 7) 



1— (4— ^/k^-a^^v 5 ^) —5— (4-=ho7x ^/l^) — 1 H— 1, 
2, 3, 4— Th?}''— A* 




CI 
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T L C : R f 0.25 ( : gjsgfcE^yi^ 9 : 1 ) „ 

mnm 2 os) 

5 1- —5— (2-~ hP7x^) — 1H-1, 

2, 3, 4— T" h 7 




10 HiSSM 2 (99) 

5- (2-^^^/^^iX- 3 b*iy7zi~/U) -1- 

— 2—hV^ r ^^-n^^-/V^l^^/u) — 1 H— 1 , 2, 3, 4— 7^7:/— 




F 3 C 
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T L C : R f 0.30 ( n : gp^^*?-ju= 3:1) ; 

NMR(CDC1 3 ) : 5 7.33-7.25 (m, 4H), 7.22-7.12 (m, 2H), 7.08-6.86 (m, 5H), 5.44 (s, 

2H), 4.87 (s, 2H), 3.96 (s, 3H)„ 

5 HjfeM2 (10 0) 

5— (2, 3-^^13 1=17^^/1/) -1- (2— ^cn^/W^V^/l") -1H 
-1, 2, 3, 4-rh7^^ 




T L C : R f 0.25 ( Y;V^Z/ : i£^c^vk= 2 0:1); 
10 NJ^R(CDC1 3 ) : 8 7.61-7.11 (m, 9H), 6.95-6.84 (m, 3H), 5.47 (s, 2H) 0 

gfefififlif 2 (10 1) 

5- (2, n;7:ii— ;V) -1- ( 2 - 7 y d^^C/^/U) - 1 

H-l, 2, 3, 4— TYv^^- 



15 
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5 



10 



T L C : R f 0.56 (n -^^^ : g^^^,- 3 . 1) . 

NMR(CDC1 3 ): 5 7.53-7.50 (m, 1H), 7.34-7.01 (m, 8H), 6.74-6.61 (m, 3H), 5.55 (s, 
2H)„ 

mmm 2 (102) 

5- (2, 5-^HD7x^) -1- (2-^oiy drv^-O-^/k) — 1 
H-l, 2, 3, 4-7^7/^ 



TIiC:Rf 0.53 ( n — *^MJ-V ; 3 : 1) ; 

NMR(CDC1 3 ) : 5 1.44-1 AO (m, 1H), 7.34-7.21 (m, 5H), 7.14-7.02 (m, 3H), 6.76- 

6.62 (m, 3H), 5.54 (s, 2H) C 

2 (10 3) 

5— (2— ^ a a— 5 — ^ h^i^ Y^is? s^^-M —1— (5— ^ n n — 
2 -^l/*J/Vjr**y<Z/V;V) -1H-1, 2, 3, 4-rh7 V— ;v 





CI 
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TLC : Rf 0.44 (g^oc^v^ : n -^drf-^=i : 2) ; 
NMR(CDC1 3 ) : 8 7.41-7.30 (m, 3H), 7.22-7.12 (m, 4H), 6.97 (d, J = 2.7 Hz, 1H), 
6.90-6.83 (m, 2H), 6.77 (d, J = 9.0 Hz, 1H), 5.43 (s, 2H), 5.18 (s, 2H), 4.90 (s, 2H), 
3.48 (s, 3H) 0 

Hjfejj 2 (10 4) 

1— ( 2 — ^J^/l^^rf— 5 — ^ a nr^L^^/u) _ 5 _^- I1 -^_ 1H _ 
1, 2, 3, 4-fh7/^ 



TLC : R f 0.48 (n — ^^fs : gfc&ac^yi^ 2 : 1) ; 
NMR(CDC1 3 ) : 5 7.57-7.19 (m, 11H), 6.98 (d, J = 2.4 Hz, 1H), 6.87 (d, J = 9.0 Hz, 
1H), 5.59 (s, 2H), 4.99 (s, 2H) 0 
HJfeM 2 (10 5) 



1— ( 2 -^y^t^i/- 5 - ^ P P v*^) —5— (3— pxiuy^ 
~;V) -1H-1, 2, 3, 4-fh7^;V 



TLC:Rf 0.53 (n -^driJ- V : %$^^^/V= 2 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.52-7.25 (m, 8H), 7.22-7.17 (m, 2H), 7.05 (d, J = 2.4 Hz, 1H), 




CI 





CI 



308 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 

/ 

6.90 (d, J = 9.0 Hz, 1H), 5.58 (s, 2H), 4.99 (s, 2H) 0 



PCT/JP02/10377 



Hi 2 (10 6) 

1- (5-^nn-2—>^ D^drv';^ f ;^^r^y^/l/) -5— (2, 
S-^^nn^^^/^) -ih-1, 2, 3, 4— ^h^^— ;v 




CI 

T L C : R f 0.39 (n — : $^=c=f~;V= 4 : 1) ; 
NMR(CDC1 3 ) : 8 7.63 (dd, J - 7.8, 1.5 Hz, 1H), 7.24 (t, J = 7.8 Hz, 1H), 7. 16 (dd, 
J = 8.7, 2.7 Hz, 1H), 7.06 (dd, J = 7.8, 1.5 Hz, 1H), 6.86 (d, J = 2.7 Hz, 1H), 6.65 (d, J 
= 8.7 Hz, 1H), 5.48 (s, 2H), 3.57 (d, J = 6.0 Hz, 2H), 1.76-1.52 (m, 6H), 1.33-1.14 (m, 
3H), 0.96-0.84 (m, 2H) C 

HjfeM 2 (10 7) 

1- [5-^nn-2- (4 i?/^ ^vl^^Cx) -O^/H -5- (2, 
3 — po7i — /l^) - IH-1, 2, 3, 4— ^h^y— /l^ 




TLC:Rf 0.54 (;? P n tJn/I^A : ^ / — /l^= 9 : 1 ) ; 

NMR(CDC1 3 ) : 5 8.62 (dd, J = 4.5, 1.5 Hz, 2H), 7.60 (dd, J = 7.8, 1.5 Hz, 1H), 
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7.23-7.18 (m,2H), 7.14-7.12 (m, 2H), 7.02 (dd, J = 7.8, 1.5 Hz, 1H), 6.97 (d, J = 2.4 
Hz, 1H), 6.70 (d, J = 9.0 Hz, 1H), 5.52 (s, 2H), 4.93 (s, 2H)„ 



JfeM 2 (10 8) 

1- [2- (2H, 3H-^y [ e ] 1, 2.-^ >V*^ 

/^dr^) - 5 _ (2> - 

1H-1, 2, 3, 4-rh7/^ 




TLC:Rf 0.20 (n — ^^f->- : g^ggo^/l^ 4 : 1) . 
NMR(CDC1 3 ): 8 7.62 (dd, J = 78, 1.5 Hz, 1H), 7.25-7.18 (m, 2H) , 7.12 (dd, J = 
7.8, 1 .5 Hz, 1H), 6.92-6.85 (m, 5H), 6.72 (d, J = 8.7 Hz, 1H), 5.47 (s, 2H), 4.41-4.35 
(m, "lH), 4.26 (dd, J= 11.7, 2.1 Hz, 1H), 4.10-3.99 (m, 3H) 0 




$g#!l 2 (10 9) 



1- (2— <^/l^^>_ 5 cr^i>^^) _ 5 _ (2-^1313-3 

-^^;V^7^-jv) -1H-1, 2, 3, 4-Th9y-/u 
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T L C : R f 0.47 (n — ^MJ-^ : %flgt^^;v= 2 : 1) ; 



NMR(CDC1 3 ) : 5 7.41-7.32 (m, 4H), 7.20-7.08 (m, 4H), 6.93 (d, J = 2.7 Hz, 1H), 
6.84-6.79 (m, 1H), 6.75 (d, J = 8.7 Hz, 1H), 5.43 (s, 2H), 4.89 (s, 2H), 2.39 (s, 3H) 0 

HjfeM 2 (110) 

5- (2, 3 an7a:^) -1- (i-^-^-^jn^^) - 1H -1, 

2, 3, 4 h 7 y-^ 



TLC:Rf 0.45 (n — •^f-J' : fflsgkc^yi^ 2 : 1) ; 

NMR(CDC1 3 ) : 6 7.66 (dd, J = 8.1, 1.5 Hz, 1H), 7.30-7.23 (m, 4H), 7.11-7.04 (m, 

2H), 6.98 (dd, J = 8. 1, 1.5 Hz, 1H), 5.39 (q, J = 6.9 Hz, 1H), 2.06 (d, J = 6.9 Hz, 3H) D 



1- ( 5 - ^ n a - 2 - 7 x^f ;^^^y^/U) -5- (2, 
Bp 7x=^) -1H-1, 2, 3, 4-y^h9y—/U 






CI 



T L C : R f 0.25 (n dr^i/ : @t-^nfvU= 4:1); 
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NMR(CDC1 3 ) : 5 7.63 (dd, J = 7.8, 1.5 Hz, 1H), 7.36-7.14 (m, 7H) , 7.01 (dd, J = 
7.8, 1.5 Hz, 1H), 6.85 (d, J = 2.4 Hz, 1H), 6.65 (d, J = 9.0 Hz, 1H), 5.40 (s, 2H), 3.99 
(t, J = 6.9 Hz, 2H), 2.91 (t, J = 6.9 Hz, 2H)„ 

5 HMM 2 (112) 

5— (2, 3-^no7x=/l') —1— ( 2 — n^^V/l'^drv'— 5 
-^nn^y^) -1H— 1, 2, 3, 4-fh7 N /- /l- 



TLC : R f 0.34 (n-^^f->- : H^t^vk= 4 : 1) ; 
10 NMR(CDC1 3 ) : 6 7.63 (dd, J = 7.8, 1.5 Hz, 1H), 7.23 (t, J = 7.8 Hz, 1H) , 7.13 (dd, 
J 8.7, 2.4 Hz, 1H), 7.06 (dd, J - 7.8, 1.5 Hz, 1H), 6.80 (d, J = 2.4 Hz, 1H), 6.67 (d, J 
= 8.7 Hz, 1H), 5.49 (s, 2H), 4.16-4.06 (m, 1H), 1.79-1.48 (m, 5H),1.34-1.22 (m, 5H) Q 

15 5- (2-7^;7.x=/k) -1- (2-^nn-6 - 7;>t n^y 
-1H-1, 2, 3, 4-7" h9 /V • i&mH: 
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mmM2 (9 6) -emmisitfc&m (2 7 6m g ) axx^mt^^Tk^a 

m (3 7 3mg) <D^? (3.00ml) mm^mMT A 5 &f&fflfr Lfc„ 

^"t^:mSt^f-^=7 : 3) fiiU 7JI-fr (82.6m g) 

^ y *-fc<D* ? y —^mmK^T^ 4 Nrnm^^-^-^-^mm (0.140m 1 ) 
*m-rz>*mnik&m (6 3m g ) &#fc„ 

10 TLC : Rf 0.37 (il^c^vk : n-^^ihi/=3 : 7) ; 

NMR(DMSO-d 6 ) : 6 7.48-7.23 (m, 5H), 6.87 (dd, J = 8.4, 1.2 Hz, 1H), 6.69 (td, J 
- 7.8, 1.2 Hz, 1H), 5.62 (s, 2H) C 

iiij (i) ~mnm3 (2) 

15 (8 2) t-fttZMl&M 2 (8 7) T?S^Lfc^#33r/HV>T, H 

s 

MMM3 (l) 

20 1- (5 — T ^ y — 2 -s<fZ?sua-er : >"<^i?Sl') -5 - (2, 3-^t2 
P7i=;v) -1H-1, 2, 3, 4— r- VvV—su 
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TLC : Rf 0.31 (ft^c^vu : n— ^rlJ-^=l : 1) ; 
NMR(CDC1 3 ) : 8 7.53 (dd, J= 7.8 Hz, 1.5 Hz, 1H), 7.39-7.28 (m, 3H), 7.16-7.06 
(m, 3H), 6.87 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 6.65 (d, J = 8.4 Hz, 1H), 6.56 (dd, J = 8.4 
Hz, 2.7 Hz, 1H), 6.44 (d, J = 2.7 Hz, 1H), 5.38 (s, 2H), 4.77 (s, 2H), 3.41 (bs, 2H) 0 

gSfifegt]3 (2) 

1- (2-7 5/ ^/1') -5- (2, 3-^nn7i=;H - 1 H — 
1,-2, 3, 4-7f7^ 




TLC : Rf 0.34 (n — ^MJ->- : @j^c^/i^= 2 : 1) ; 

NMR(CDC1 3 ) : 5 7.70 (dd, J = 8.1, 1.5 Hz, 1H), 7.3 1 (t, J - 8. 1 Hz, 1H), 7.14-7.06 

(m, 2H), 6.65 (dd, J = 8.1, 1.2 Hz, 1H), 6.53-6.43 (m, 2H), 5.39 (s, 2H), 4.13 (bs, 2H) 0 

1— (2-^na-6-7;^n^y^) —5— (2-kFP^v'7x^ 



314 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



;v) -1H-1, 2, 3, 4-rh7/-^ 




■MM2 (3 2) -em&Vfzft>&® (19 7mg) $5£TfiB >7fb b V * f- 
jV^v is (0.14m 1 ) ©Tt b =. h V ;V (3.00m 1 ) 5 0 °CX° 2 B#fM 

5 #bfc 0 zijfcM&m*Mmu mmte*&%nx^ mtt^^^xmrnvti 



bfc, 



n 



_ ^^f-^- 



^ ( 1 O 9 m g ) £#7c 0 
TLC : Rf 0.19 (fj^n^vw : n-^^1?->'=3 : 7) ; 
10 NMR(CDC1 3 ) : 5 9.82 (brs, 1H), 7.69 (dd, J = 8.1, 1.8 Hz, 1H), 7.49 (td, J = 7.8, 

1.5 Hz, 1H), 7.40-7.33 (m, 1H), 7.26 (d, J = 7.8 Hz, 1H), 7.20 (d, J = 8.1 Hz, 1H), 
7..11-7.05 (m, 2H), 5.87 (d, J = 0.9 Hz, 2H)„ 




1^5 



15 1— (2-^0-6-7/^0^^) —5— (2-t 
7x^;U) — 1H— 1, 2, 3, 4 — ^ h ^i/— ^ 




'MM 2 (3 1) TMitLfcfk^ (38.8mg) *3 «£ T ~ $ A 
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1? ?A (2 5 Omg) <DTt h^-hVA' (3.00m 1 ) -7K (1.00m 1 ) $g$e£r 
7A^PTh^77^- (n-^f->- : @f^c^vu= 7 : 3) -e^^L, 

5 &T<omm&&^irz>*m\ik&m (22.0m g ) £#fc„ 

TLC : Rf 0.57 (BfcR^^vl' : n— ^=¥^^=1 : 1) ; 

NMR(CDC1 3 ) : 5 7.61-7.45 (m, 4H), 7.34-7.26 (m, 1H), 7.19 (d, J= 7.8 Hz, 1H), 

7.00 (td, J = 8.7, 1.2 Hz, 1H), 5.69 (d, J = 1.5 Hz, 2H), 4.42 (d, J = 6.9 Hz, 2H), 3.77 
(t, J =6.9 Hz, 1H)„ 

10 

1— (5— ^uu-2-fc Kn^ix^^v^) —5- (2, 
a^AO -1H-1, 2, 3, 4-^ h^y— 




15 mmm 2 (66) -eas^ \,tz.it^m (1.43 g ) o^t;^ ^ ^ domi) 

^$j£r -f TV * - * * / -;*t'PT, b V 7*n ^-^ ( 1 MifMb 

9.7ml) %^J0^ N ^^&2B#^jt#bfc 0 K^^W^iS 
20 #9 VJfv^of— (n.—^2c J $->:%ffife^<?-;V=2 : : 1) 
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TLC : Rf 0.33 (gtigt^.f-A' : n — ^^^= 1 : 1) ; 
NMR(CDC1 3 + CD 3 OD) : 8 7.66 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.29 (t, J = 7.8 Hz, 
1H), 7. 15 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.07 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 6.93 (d, J = 
2.7 Hz, 1H), 6.62 (d, J = 8.7 Hz, 1H), 5.40 (s, 2H)„ 



(1) ~mmm6 (2) 
mmm6 en 

10 1- (4-^/^n- 2 - MJ 7/^x3 ^^-y^^^/i^) —5- (2 — fc K 
n^rix— 3 h^r^-y^—M — 1 H- 1 , 2, 3, 4-fh7^;> 



TLC : Rf 0.20 (gfBfcznfvu : n— ^^f-^= 1 : 2) ; 
NMR(CDC1 3 ) : 6 7.42-7.38 (m, 2H), 7.22-7.15 (m, 1H), 7.03 (dd, J = 7.5 Hz, 1.8 
15 Hz, 1H), 7.00-6.90 (m, 3H), 5.82 (s, 2H), 3.95 (s, 3H) 0 

WJ6 (2) 



1- (2-^Pn-4-tKn^^;v) —5— (2, 3— v^nn:7 
— 1H-1, 2, 3, 4-fb7^/V 



5 




F 3 C 
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TLC : R f 0.21 (g^zt^-yU : n — \dr-^= l : 2) ; 
NMR(CDCl 3 +CD 3 OD) : 5 7:66 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.30 (t, J = 8.1 Hz, 
1H), 7.16 (dd, J = 8.1 Hz, 1.8 Hz, 1H), 7.00 (d, J = 8.7 Hz, 1H), 6.74 (d, J = 2.4 Hz, 
5 1H), 6.62 (dd, J = 8.7 Hz, 2.4 Hz, 1H), 5.50 (s, 2H) B 

MMM7 

1— (2 — ^i^/lor^iX— 5 — ? n P^i^/l^) —5— (2-^pp-4 
-tKndri/7x=;V) -1H-1, 2, 3, A-=TYy-/—;V 




^»J2 (10 4) T^jt Lfcfb-a-^ (3 4 2mg) <D*#S— JV (5m 
1 ) „ Th7tKo77^ (,5ml) ?8SKltaKaTx 2.N Wk (2ml) £r 

15 *T*-S#*»fb£* (2 4 9mg) £#fc„ 

TLC : Rf 0.20 (@f^:t^/u : n-^dr^^=l : 2) ; 

NMR(CDCl 3 +CD 3 OD) : 5 7.40-7.32 (m, 3H), 7.22-7.13 (m, 3H), 6.99 (d, J = 2.7 
Hz, 1H), 6.93 (d, J = 2.4 Hz, 1H), 6.79 (d, J = 8.4 Hz, 1H), 6.78 (d, J = 9.0 Hz, 1H), 
6.67 (dd, J = 8.4 Hz, 2.4 Hz, 1H), 5.43 (s, 2H), 4.91 (s, 2H) 0 
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mm 8 

5- (2, 6-t>^ hdr^cnydr^) — 1 a^~fl/— 1 H— 1 2 3 

^ ^ J 

4 — h 7 ^ 

OCH 3N ^N 



OCH 




5-^D-l-7x=;U-l H -l, 2, 3, 4 h ^ ^-/P ( 5 4 
2mg) <Z>Ti-rbV (10.0ml) ^ m.Wi% J* (6 2 2mg) *3«fctJ«2, 
6-S>* h^7x/-;w (4 6 3mg) ^Px., 31^ T 1 0B#fTO#L7fc o 



mm^7U= 8 : 2-+1 : 1) «U KTOtttt***-*- 
5*38Wffrg*& (3 3 8mg) &#7t 0 

T L C : R f 0.29 (n -^drf-^ : g£^c^v^= 7:3) ; 

NMR(CDC1 3 ): 5 7.91-7.88 (m, 2H), 7.60-7.45 (m, 3H), 7.26-7.19 (m, 1H), 6.67 (d, 
J = 8.4 Hz, 2H), 3.82 (s, 6H) 0 



1M8 CD 

5-7xy^-i-7x=;V-lH-l, 2, 3, 4-ff7^ 
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T L C : R f 0.29 (n -^M^ : g£^c^v^= 5 . X ) . 
NMR(CDC1 3 ) : 5 7.83-7.80 (m, 2H), 7.62-7.29 (m, 8H)„ 



fit, 



•»J9 (1) ^H1M9 (3) 




j|feM9 (1) 



• 

75 K 




TLC : Rf 0.15 (gm^/U : : 7) D 

NMR(CDC1 3 ) : 6 7.53-7.23 (m, 6H), 7.09-7.03 (m, 1H), 6.61 (brs, 1H), 4.84 (dd, J 

= 5.7, 1 .5 Hz, 2H), 4.61 (d, J = 6.9 Hz, 2H), 4.23 (t, J= 6.9 Hz, lH) e 



mm9 (2) 
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5 K 




TLC : Rf 0.40 (Jgm^A^ : n-^=¥^^=l : 2) ; 

NMR(CDC1 3 ) : 5 9.43 (s, 1H), 7.59-7.52 (m, 2H), 7.27 (t, J = 7.8 Hz, 1H), 7.22- 

7.13 (m, 2H), 6.98-6.92 (m, 2H), 4.71 (d, J = 6.6 Hz, 2H)„ 



(3) 

N- ( 4 — :7/M-n - 2 - hV -7;v^-a * *f-jV<Z/i?;V) — 2 — ii Kn^*/ 
- 3 - ^ h df^yXT ^ K 




TLC : Rf 0.25 ffl»xf^: n— drf-^=l : 3) ; 
NMR(CDC1 3 ): 5 11.05 (s, 1H), 7.66 (dd, J = 8.4 Hz, 5.7 Hz, 1H), 7.39 (dd, J = 8.7 
Hz, 2.7 Hz, 1H), 7.28-7.20 (m, 1H), 7.12 (dd, J - 8.1 Hz, 1.2 Hz, 1H), 7.10-7.02 (m, 
1H), 6.99 (dd, J = 8.1 Hz, 1.2 Hz, 1H), 6.83 (t, J = 8.1 Hz, 1H), 4.79 (d, J = 6.0 Hz, 
2H), 3.91 (s, 3H) 0 



iiio (i) —mmmio (34) 



321 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



mmm 10 (d 

1- [5-^nn-2- (2, 2-S^5vt— 1, 3 -^^y^^_ 4 _ 
f-Attti/) ^s*?;V] -5- (2, 3-^po7x - l H 

— 1, 2, 3, 4 — T" h y — A* 




TLC : Rf 0.46 (n — ^-^r^-^ : - gftg|2c^yu= 3 : 2) ; 

NMR (CDC13): 5 7.66 (dd, J = 7.8, 1.5 Hz, 1H), 7.27 (t, J = 7.8 Hz, 1H) , 7.19 
(dd, J = 8.7, 2.4 Hz, 1H), 7.12 (dd, J = 7.8, 1.5 Hz, 1H), 6.80 (d, J = 2.4 Hz, 1H), 6.71 
(d, J = 8.7 Hz, 1H), 5.49 (d, J = 15.0 Hz, 1H), 5.46 (d, J = 1 5.0 Hz, □ 1H), 4.29-4.22 
(m,' 1H), 4.09 (dd, J = 8.7, 6.3 Hz, 1H), 3.89 (dd, J = 9.6, 5.7 Hz, 1H), 3.78 (dd, J = 
. 9.6, 6.3 Hz, 1H), 3.70 (dd, J = 8.7, 5.4 Hz, 1H), 1.40 (s, 3H), 1.37 (s, 3H) C 



mmmi o (2) 

1- [5 — ( 4 — ^ ^/l^T ^ / ^i/^/l^dp v-0 -"^SVl/l 

-5- (2, 3-^no7x^) -1H-1, 2, 3, 4-fb7^ 
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TLC : R f 0.44 (n — : @£^c^v^=2 : 1) ; 
NMR (CDC1 3 ) : 5 7.57 (dd, J = 7.8, 1.5 Hz, 1H), 7.20 (dd, J = 8.7, 2.4 Hz, 1H), 
7.09 (t, J = 7.8 Hz, 1H) , 7.02 (d, J = 2.4 Hz, 1H), 7.01-6.96 (m, 2H), 6.80 (d, J = 8.7 
Hz, 1H), 6.76 (dd, J = 7.8, 1.5 Hz, 1H), 6.71-6.66 (m, 2H), 5.35 (s, 2H), 4.75 (s, 2H), 
2.97 (s, 6H) 0 

mmm 1 o ( 3 ) 

1- [5-^nn-2- (2 — ^e/w^ y y ^<^^jU] — 5 — 
(2, 3-^OP7x^) -1H-1, 2, 3, A-^v^y—ju-m. 



CI 

TLC : R f 0.42 a n Tjvt^A : /. ^ y —/U= 19:1) ; 
NMR (DMSO-d 6 ) : 8 11.42-11.26 (br, 1H), 7.86 (dd, J = 7.8, 1.5 Hz, 1H), 7.61 (dd, 
J - 7.8, 1.5 Hz, 1H), 7.53 (t, J = 7.8 Hz, 1H) , 7.33 (dd, J = 8.7, 2.7 Hz, 1H), 6.97 (d, J 
= 8.7 Hz, 1H), 6.86 (d, J = 2.7 Hz, 1H), 5.63 (s, 2H), 4.36-4.26 (br, 2H), 3.93-3.75 (m, 
4H), 3.38-3.25 (m, 4H), 3.16-3.01 (br, 2H) 0 

358608 1 O (4) 



1— (2 — ^vvi^^r-^- 5— ? onxy^i/) — 5— (2, 4— 
W7 -1H— 1, 2, 3, A-T byy—/^ 





323 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 




CI 



^ > <rO 



CI 



CI 




^IglJ 10 ( 5 ) 

l- [5-^pp-2- C3 —try *<l/*?jV\ -5- (2, 

S-v^Pn^^/U) -1H-1, 2, 3, 4-fb7^ 



CI 

TLC : R f 0.40 n p jjvi^A : ^ $ J — /U= 19:1) ; 
NMR (CDC1 3 ):5 8.62 (dd, J= 5.1, 1.5 Hz, 1H), 8.52 (d, J= 1.5 Hz, 1H), 7.59 (dd, 
J = 7.8, 1.5 Hz, 1H), 7.53-7.50 (m, 1H), 7.37-7.33 (m, 1H), 7.23 (dd, J = 8.7, 2.4 Hz, 
1H), 7. 19 (t, J = 7.8 Hz, 1H), 6.96 (d, J = 2.4 Hz, 1H), 6.92 (dd, J - 7.8, 1.5 Hz, 1H), 
6.79 (d, J = 8.7 Hz, 1H), 5.45 (s, 2H), 4.92 (s, 2H) Q 

mmm io ( 6 ) 

1- [5->*nn-2- ( 2 - 1° y ^/l^ 9vl^-^ v-) -5- (2, 
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3-^nP7i=^) -1H-1, 2, 3, 4 —T Y=7-/—;V 




TLC : Rf 0.23 (n-^MfV : g|sgfc;c^vi^= 3 : 2) ; 
NMR (CDC1 3 ) : 8 8.58-8.55 (m, 1H), 7.72 (dt, J= 7.8, 1.8 Hz, 1H), 7.60 (dd, J = 
7.8, 1.5 Hz, 1H), 7.25-7. 13 (m, 4H), 7.01 (dd, J = 7.8, 1.5 Hz, 1H), 6.93 (d, J = 3.0 Hz, 
1H), 6.75 (d, J= 7.8 Hz, 1H), 5.54 (s, 2H), 5.02 (s, 2H) Q 

* * 

HIM 10 (7) 

1— (2 — ^^vVM-drix— 5 n n^^^/i^) —5— (2 n n — 3 
ho^7^^7lx) - 1 H- 1 , 2, 3, 4-fh7/-^ 




TLC:Rf 0.29 (n : Rate*?^- 2 : 1 ) ; 

NMR (CDCI3) : 5 7.88 (dd, J = 8.4, 1.8 Hz, 1H), 7.40-7.34 (m, 3H), 7.26 (t, J = 
8.4 Hz, 1H), 7.23 (dd, J = 8.7, 2.4 Hz, 1H), 7.15-7.09 (m, 3H), 7.02 (dd, J = 8.4, 1.8 
Hz, 1H), 6.80 (d, J = 8.7 Hz, 1H), 5.45 (s, 2H), 4.87 (s, 2H) Q 

mmmi o (8) 

325 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



1- (2-^y^^i/-5-^nn^y^) -5- (2, 5-i??u 
ny^/V) -1H-1, 2, 3, 4-Tb9y*-/U 




T L C : R f 0.56 (n — ^^f-^ : g^^cc^/p=2 : 1) ; 
NMR(CDC1 3 ): 6 7.41-7.32 (m, 5H), 7.22 (dd, J = 9.0, 2.4Hz, 1H), 7.14-7.10 (m, 
2H), 7.06 (d, J = 2.4 Hz, 1H), 6.83 (dd, J = 2. 1, 0.9 Hz, 1H), 6.79 (d, J = 9.0 Hz, 1H), 
5.45 (s, 2H), 4.89 (s, 2H) 0 



afeM io c 9 ) 



1- (2 — 5 - ^ n o-<y^) -5- (2, 6-^ a 
p 7x=^) -1H-1, 2, 3, 4 -y YyV—?V 




T L C : R f 0.47 (n — : g^^^c^/p= 2 : 1 ) ; 

NMR (CDC1 3 ) : 5 7.40-7.27 (m, 6H), 7.23-7.19 (m, 2H), 7.16 (dd, J = 9.0, 2.7 Hz, 

1H), 6.83 (d, J = 2.7 Hz, 1H), 6.76 (d, J = 9.0 Hz, 1H), 5.51 (s, 2H), 4.92 (s, 2H) 0 



o(io) 
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1- [5— fun— 2- (N-^^/U— 2, 3, 4, 5, 6, 

KnTif 3 —^CM sOVsUl -5- (2, 3 - i?? n a 7x=;k) 

-iH-i, 2, 3, 4 — t h 9 v—>v • mm& 



TLC : Rf 0.29 (^no*M ; ^(^;-;i/=l 9 : 1) ; 
NMR (CD 3 OD) : 5 7.81 (dd, J = 7.8, 1.5 Hz, 1H), 7.47 (t, J = 7.8 Hz, 1H) , 7.35 
(dd, J = 7.8, 1.5 Hz, 1H), 7.26 (dd, J = 9.0, 2.7 Hz, 1H), 6.96 (d, J = 9.0 Hz, 1H), 6.63 
(bs, 1H), 5.77-5.61 (m, 2H), 4.89-4.81 (m, 1H), 3.70-3.38 (m, 4H), 3.09 (bs, 3H), 
2.05-1.91 (m, 4H), 1.73-1.65 (m, 2H) 0 



H'jfeM 10 (11) 

1- [5-^nn-2- (N-p< J-)V\f^-)} i?^— 2 — -lAs* fvl^^rvO 
^y^] -5 - (2, 3-v^np:7a,=/U) - 1 H- 1 , 2, 3, 4- 




C! 



TLC : R f 0.23 (^pp*M: ^^/-;V=i 9 : 1) ; 
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NMR (CD3OD) : 8 7.80 (dd, J = 7.8, 1.5 Hz, 1H), 7.47 (t, J - 7.8 Hz, 1H) , 7.35 
(dd, J = 7.8, 1.5 Hz, 1H), 7.28 (dd, J = 8.7, 2.7 Hz, 1H), 6.97 (d, J = 8.7 Hz, 1H), 6.67 
(d, J = 2.7 Hz, 1H), 5.92-5.80 (br, 1H), 5.67-5.54 (br, 1H), 4.40-4.24 (br, 1H), 4.20- 
4.06 (br, 1H), 3.64-3.34 (br, 2H), 3.26-3.12 (br, 1H), 2.93 (s, 3H), 2.10-1.55 (br, 6H) 0 

Wii 0(12) 

1 — (2 -^^^7^^ V— 5 — ^ n n ^i/^/t^) — 5— — 2 

-^^;U7x^) -1H— 1, 2, 3, 4-ff7ywl' 




TLC : Rf 0.54 (n — ^MJ-V : @f^c^vl^= 2 : 1) ; 
NMR (CDCI3) : 8 7.49 (dd, J = 8.1, 1.2 Hz, 1H), 7.40-7.32 (m, 3H), 7.22 (dd, J = 
8.7, 3.0Hz, 1H), 7.20-7.16 (m, 2H), 7.11 (t, J= 8.1 Hz, 1H), 6.91 (dd, J = 8.1, 1.2 Hz, 
1H), 6.88 (d, J = 3.0 Hz, 1H), 6.80 (d, J = 8.7 Hz, 1H), 5.38 (s, 2H), 4.91 (s, 2H), 1.97 
(s, 3H) 0 

10 (13) 

1- [5-^00-2- (2-^Wx=/i/r$;) ^^/^^v-o-v^ 

/V] —5- (2, 3-^nn7x^) -1H-1, 2, 3, 4-Th? 
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T L C : R f 0.27 (n — ^^f-V : S^St3cf-/u= 3 : l ) ■ 
NMR (CDC1 3 ) : 5 7.63 (dd, 1=8.1,1.5 Hz, 1H), 7.25-7.18 (m, 3H), 7.15 (dd,J = 
8.7, 2.7 Hz, 1H), 7.05 (dd, J = 7.8, 1.5 Hz, 1H), 6.78 (d, J = 2.7 Hz, 1H), 6.73-6.63 (m, 
4H), 5.35 (s, 2H), 3.98 (t, J = 5.7 Hz, 2H), 3.63 (t, J - 5.7 Hz, 2H), 2.95 (s, 3H) 0 



1 - ( 2 •^/W^-driX- 5 - ^ n a ^<^i?/u) - 5 - (3-^h^v-^ 

b^-2-^f;V7x=;u) -1H-1, 2, 3, 4-rh7^;u 



TLC : Rf 0.53 m^^;u : n-^r-^>-=l : 2) ; 
NMR (CDCI3) 7.40-7.29 (m, 3H), 7.23-7.10 (m, 5H), 6.81 (d, J = 3.0 Hz, 1H), 6.78 
(d, J = 8.7 Hz, 1H), 6.70 (dd, J = 7.2 Hz, 1.5 Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 4.94 
(s, 2H), 3.48 (s, 3H), 1.88 (s, 3H) 0 

HjjfcM 10 (15) 

1- [5-^00-2- b7t KC2 fc?7>- 2— f A'* ^T^^^O - 




H3CO 
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^i/^/kl - 5- (2, 3-^PC7i=/V) -1H-1, 2, 3, 4- 




TLC : R f 0.38 (n — ^^r^-^ : ;v= 2 : 1 ) ; 

5 NMR (CDC1 3 ) : 6 7.63 (dd, J = 7.8, 1.5 Hz, 1H), 7.24 (t, J = 7.8 Hz, 1H), 7.18- 
7.11 (m, 2H), 6.87 (d, J = 2.7 Hz, 1H), 6.68 (d, J = 8.7 Hz, 1H), 5.52 (d, J = 15.0 Hz, 
1H), 5.46 (d, J= 15.0 Hz, 1H), 3.98-3.93 (m, 1H), 3.80 (dd, J= 9.9, 6.3 Hz, 1H), 3.67 
(dd, J = 9.9, 4.2 Hz, 1H), 3.47-3.37 (m, 2H), 1.91-1.85 (m, 1H), 1.60-1.49 (m, 4H), 
1.30-1.20 (m, 1H) 0 

0 

3S»gi| 10 (16) 

1- 5— ^DP^/V) -5- (4— 

h^v^^c^) -1H-1, 2, 3, 4-7f7^/V 




15 TLC: R f 0.47 (BfcBfcx.^vw : n — ^1^=1 : 2) ; 

NMR (CDCI3) : 5 7.52-7.46 (m, 2H), 7.40-7.32 (m, 3H), 7.28-7.22 (m, 3H), 
7.09-7.03 (m, 2H), 6.94 (d, J = 2.7 Hz, 1H), 6.89 (d, J = 8.7 Hz, 1H), 5.59 (s, 2H), 
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5.20 (s, 2H), 5.02 (s, 2H), 3.48 (s, 3H) 0 
MMM 10 C 1 7 ) 

1— (2— ^^itsls*^^— 5—? a u^l/itsv) -5— (4-^db7i 
-1H-1, 2, 3, 4-ff7/^ 




TLC : Rf 0.49 (gjsBfcj^vl^ : n-^HJ-^=l : 2) ; 
NMR (CDCI 3 ) : 6 7.48-7.41 (m, 2H), 7.39-7.32 (m, 5H), 7.28 (dd, J = 9.0, 2.4 Hz, 
1H), 7.24-7.18 (m, 2H), 7.03 (d, J = 2.4 Hz, 1H), 6.90 (d, J = 9.0 Hz, 1H), 5.56 (s, 
2H), 4.98 (s, 2H) 0 

Or 

HMJ 10 (18) 

5— (2, 3 — 5?^ P P ^cc^/l^) 1— (2 — 7ai^^/U^-^rV^<^^7H 
-1H-.1, 2, 3, 4-7" 




TLC : R f 0.32 (n — ^drih^ : g^^^^/U= 3 : 1 ) ; 

NMR (CDCI3) : 8 7.59 (dd, J = 7.8, 1.5 Hz, 1H), 7.33-7.15 (m, 7H), 6.97 (dd, J = 
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7.8, 1.5 Hz, 1H), 6.92 (dd, J = 7.8, 1.5 Hz, 1H), 6.79 (dt, J = 7.8, 1.2 Hz, 1H), 6.71 (d, 
J = 8. 1 Hz, 1H), 5.46 (s, 2H), 4.00 (t, J = 6.9 Hz, 2H), 2.91 (t, J = 6.9 Hz, 2H) e 



mmm 1 o (19) 

5 1- (2— u^Zci/jvt^/vjr^y^i/iJjv) —5— (2, 

D 37 -1H-1, 2, 3, 4— Th^y— 




TLC:Rf 0.36 (n — ^dMM*' : @£@^<?vU= 4 : 1 ) ; 

NMR (CDClj) : 5 7.58 (dd, J = 7.8, 1.5 Hz, 1H), 7.23-7.17 (m, 2H), 7.03 (dd, J = 

10 7.8, 1.5 Hz, 1H), 6.93 (dd, J = 7.8, 1.5 Hz, 1H), 6.79-6.69 (m, 2H), 5.54 (s, 2H), 3.57 
(d, J = 6.3 Hz, 2H), 1.76-1.51 (m, 6H), 1.34-1.11 (m, 3H), 0.96-0.85 (m, 2H)„ 

mmmi o (20) 

5- (2, 3-^007*=^) -1- [2- (4-fc°y^;Mf;^ 

15 is) ^VS^] - 1 H— 1 , 2 , 3 , 4 b 7 ✓ —/l' 




TLC : R f 0.33 n n ft/UJ* ; * # / —jV= 19:1) ; 

NMR (CDC1 3 ) : 8 8.63-8.60 (m, 2H), 7.55 (dd, J - 8.1, 1.8 Hz, 1H), 7.28-7.22 (m, 

1H), 7.18-7.13 (m, 3H), 7.04 (dd, J = 7.8, 1.8 Hz, 1H), 7.00 (dd, J = 7.8, 1.8 Hz, 1H), 
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6.88 (dt, J = 7.8, 1.2 Hz, 1H), 6.75 (d, J = 8. 1 Hz, 1H), 5.57 (s, 2H), 4.93 (s, 2H) D 

mmm 1 o (21) 

5— (2, xixiy a^~;V) —1- [2- (3 - t°U ^7l^^^7^=^ 

*<W>V\ -1H-1, 2, 3, 4 —t v y^/u 




TLC : R f 0.33 P d T^/kJ^ : ^ > / — ;V= 1 9 : 1 ) ; 
NMR (CDC1 3 ) : 5 8.61 (dd, J = 4.5, 1.5 Hz, 1H), 8.53 (d, J - 2.1 Hz, 1H), 7.57- 
7.51 (m, 2H), 7.37-7.25 (m, 2H), 7.14 (t, J = 7.8 Hz, 1H), 7.03 (dd, J = 7.5, 1.8 Hz, 
1H), 6.92-6.84 (m, 3H), 5.50 (s, 2H), 4.93 (s, 2H) 0 

MMM 10 (22) 

1— (2, 3-^PP7i^) —5 - [2— / ^tf-jVOsr 

^V) ^i/SW -1H-1, 2, 3, 4-x • jftB&ft 




T L C : R f 0.48 (J ? y ^-;V • g£^n?vu= 1:19) ; 

NMR (CD3OD) : 6 7.88 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.56 (t, J = 8.1 Hz, 1H), 

7.48 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.28-7.21 (m, 1H), 6.96 (d, J - 8.1 Hz, 1H), 6.75 (t, 
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J = 7.5 Hz, 1H), 6.61 (dd, J = 7.5 Hz, 1.8 Hz, 1H), 4.42-4.36 (m, 2H), 4.31 (s, 2H), 
4. 18-4. 10 (m, 4H), 3.80-3.30 (m, 6H) C 

gfefcflg 10 (23) 

5 1- [2- (2H, 3H--<yy [e] 1, 4 -^drlJ-^- 2 — f/U* 
jVttf) ^<l/i?;V] - 5 - (2, 7x=^) - 1 H- 1 , 2 , 

3, 4-ff7^ 




TLC : Rf 0.35 (n -^drlJ-V : g|^n^vP= 2 : 1 ) ; 
10 NMR (CDC1 3 ) : 5 7.57 (dd, J = 7.8, 1.5 Hz, 1H), 7.27-7.21 (m, 1H) , 7.17 (t, J = 
7.8 Hz, 1H), 7.10 (dd, J = 7.8, 1.5 Hz, 1H), 6.94-6.76 (m, 7H), 5.54 (d, J = 14.7 Hz, 
1H), 5.52 (d, J = 14.7 Hz, 1H), 4.42-4.35 (m, 1H), 4.26 (dd, J = 11.4, 2.4 Hz, 1H), 
4.12-4.00 (m, 3H) 0 

15 MMM 10 (24) 

5- (2, 3-^PP7i^) -1- [2- (2-^/Wfr !J /J^vl';*- 
3F~» ^^v»/U] - 1H-1, 2, 3, 4-rh7y^-S^S 
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T L C : R f 0.34 (^^/-;l/;|^if;i,= i : 4 9 ) . 

NMR (CD3OD) : 5 7.77 (dd, J = 8. 1 Hz, 1.5 Hz, 1H), 7.44 ft J = 8.1 Hz, 1H), 

7.36-7.26 (m, 2H), 6.98 (d, J= 8.1 Hz, 1H), 6.77 (dt, J= 1.2Hz, 7.5 Hz, 1H), 6.71 (dd, 

J = 7.5Hz, 1.8 Hz, 1^,5.71(8,2^,4.39-4.32(111,2^,4.12-3.90(111,4^,3.60-3.34 
(m, 6H) 0 

MMffl 10 (25) 

5- (2, 3-^nP7i=;l/) - l- [ 2 ~ (2-bTJ7 S^^/io*-^ 
V) -O-^/U] -1H-1, 2, 3, 4-ff7^ 



TLC : Rf 0.22 QSHoc^vU : n-^M^=3 : 2) ; 
NMR (CDC1 3 ) : 5 8.59-8.55 (m, 1H), 7.71 (dt, J = 1.8 Hz, 7.8 Hz, 1H), 7.55 (dd, J 



- 8.1 Hz, 1.8Hz, 1H), 7.27-7.12 (m, 4H), 7.04-6.97 (m, 2H), 6.87-6.78 (m, 2H), 5.60 
(s, 2H), 5.03 (s, 2H) 0 

^ftgfl Q (2 G) 




1- (2-^no-6-7xy^y^) _ 5 _ ( 2 , 3 _^^^ 7U:7 
-1H-1, 2, 3, 4-fh7^/> 
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TLC : R f 0.50 (gm^A^ : n-— =¥f-^=l : 3) ; 

NMR (CDC1 3 ) : 8 7.38-7.28 (m, 3H), 7.21-7.04 (m, 5H), 6.90-6.84 (m, 2H), 6.65 

(dd, J = 8.2, 1.1 Hz, US), 5.57 (s, 2H), 2.30 (s, 3H), 2.01 (s, 3H) D 



111 O (2 7) 



1- (2— ^Vv^;^i~<^vW -5- (2, 3 -x?*?-/U7^^/U) 
— 1H-1, 2, 3, 4 -7- h 7 ^f' — /V 




TLC : Rf 0.40 (g^oc^/t^ : n— ^3^-^=1 : 3) ; 

NMR (CDCI3) : 5 7.39-7.30 (m, 3H), 7.30-7. 18 (m, 4H), 7.08 (t, J = 7.5 Hz, 1H), 

6.91-6.82 (m, 4H), 5.43 (s, 2H), 4.93 (s, 2H), 2.24 (s, 3H), 1.84 (s, 3H) Q 



5- (2, 3-^no7x^) -1- [2- (2, 2 - tVI^- 1 , 
3-v ? ^y^^-4-^/^7 c -/^^^) ^VvM -1H- 1, 2, 3, 
4 — T h 7 if—tV 
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TLC:Rf 0.36 (n — -^M*-^ : %£^^?-/u= 3 : 2) ; 
NMR (CDC1 3 ) : 8 7.61 (dd, J = 8.1, 1.5Hz, 1H), 7.26-7.19 (m, 2H) , 7.09 (dd, J = 
7.8, 1.5 Hz, 1H), 6.87 (dd, J = 7.5, 2.1 Hz, 1H), 6.81 (dd, J = 7.5, 1.2 Hz, 1H), 6.76 (d, 
J = 8.1 Hz, 1H), 5.54 (d, J = 14.7 Hz, 1H), 5.51 (d, J = 14.7 Hz, 1H), 4.30-4.22 (m, 
1H), 4.10 (dd, J = 8.4, 6.3 Hz, 1H), 3.91 (dd, J = 9.6, 5.4 Hz, 1H), 3.78 (dd, J = 9.6, 
6.3 Hz, 1H), 3.71 (dd, J= 8.4, 5.4 Hz, 1H), 1.41 (s, 3H), 1.38 (s, 3H) Q 

HifeM 10 (29) 

5- (2, 3-^nn7x=^) -l- [2- [2- (N-^/l^-N- 
7^~;UT^S) ^,u$-3c^l -<^i?/U] -1H-1, 2, 3, 4-Th 




TLC:Rf 0.43 (n — ^^-^-^ : f£@£3i^vu.= 2 : 1) ; 

NMR (CDCI3) : 5 7.59 (dd, J = 8.1, 1.5 Hz, 1H), 7.25-7.15 (m, 4H), 7.02 (dd, J = 

7.5, 1.5 Hz, 1H), 6.85 (dd, J =7.5, 2.1 Hz, 1H), 6.78 (dt, J = 7.5, 0.9 Hz, 1H), 6.73- 

6.67 (m, 4H), 5.42 (s, 2H), 3.99 (t, J = 5.7 Hz, 2H), 3.63 (t, J = 5.7 Hz, 2H), 2.96 (s, 
3H) 0 
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MMMl 0 (3 0) 

1— (2— Z/f u^^-^jVjr^cl/^l/xt/V) —5- (2, 3-^pp7 s 
~M -1H-1, 2, 3, 4 ~x h 7 jA — )V 




5 TLC : R f 0.44 (n — ^^rls : g£l^^vi^= 3 : 1 ) . 

NMR (CDCI3) : 5 7.58 (dd, J = 7.8, 1.5 Hz, 1H), 7.21-7.14 (m, 2H), 7.04 (dd, J = 
7.8, 1.5 Hz, 1H), 6.87 (dd, J= 7.5, 1.5 Hz, 1H), 6.75-6.68 (m, 2H), 5.54 (s, 2H), 4.18- 
4.09 (m, 1H), 1.81-1.48 (m, 5H), 1.37-1.22 (m, 5H) 0 



10 Hjfifljj 10 (31) 

1- (2-^^^^-^r^^^^^/^) -5- (2, 3— -S^^/l^ctcs/uO 
-1H-1, 2, 3, 4-fh7^ 




TLC : Rf 0.52 (gfcifcn^y^ : n— ^MJ-^= 1 : 2) ; 
15 NMR (CDCI3) : 5 7.39-7.30 (m, 3H), 7.30-7.22 (m, 1H), 7.20-7.14 (m, 3H), 7,03 
(t, J = 7.8 Hz, 1H), 6.84-6.72 (m, 3H), 6.5 1 (d, J = 7.2 Hz, 1H), 4.72 (s, 2H), 4.44 (t, J 
- 6.6 Hz, 2H), 3.22 (t, J = 6.6 Hz, 2H), 2.25 (s, 3H), 1.81 (s, 3H) 0 
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mmm 1 o 02) 

1- (4 — <yW^>-2-^Rn^^) —5— (2, 3— 
n ^ -iH-l, 2, 3, 4-7f7^ 




TLC : Rf 0.51 (ffiHx^: n ^^V= 1 : 2) ; 

NMR(CDC1 3 ) : 6 7.62 (dd, J = 8, 1 Hz, 1H), 7.44-7.32 (m, 5H), 7.25 (t, J - 8 Hz, 
1H), 7.16 (dd, J = 8, 1 Hz, 1H), 7.08 (d, J = 9 Hz, 1H), 6.89 (d, J = 2 Hz, 1H), 6.77 
(dd, J = 9, 2 Hz, 1H), 5.52 (s, 2H), 5.05 (s, 2H) e 

H»i 10 (33) 

1- [5-^no-2- (4-p« h^V^/l^^v^^/i^*-^) 
^] -5- (2, 3-^t2n:7 cnn/P) -1H-1, 2, 3, 4-Th 




CI 



TLC : Rf 0:53 (gj^te^Vu : n -^^f-^= 1 : 2) ; 

NMR(CDCI 3 ) : 6 7.58 (dd, J = 7.8, 1.5 Hz, 1H), 7.19 (dd, J = 9.0, 2.7 Hz, 1H), 

7.14 (t, J = 7.8 Hz, 1H), 7.09-6.98 (m, 5H), 6.82 (dd, J = 7.8, 1.5 Hz, 1H), 6.78 (d, J - 
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9.0 Hz, 1H), 5.39 (s, 2H), 5.19 (s, 2H), 4.81 (s, 2H), 3.49 (s, 3H), 



II 1 0 (3 4) 



1- (2 — <y ^/I/^-^r^- 5 - ^ b -5- (2, 

T^) — 1H— 1, 2, 3, 4-fh7^/V 




TLC : Rf 0.31 (n -'^MM' : gj^c^vl/= 2 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.38-7.29 (m, 4H), 7.20-7.11 (m, 4H), 7.01 (d, J = 2.7 Hz, 1H), 

6.88 (t, J = 7.8 Hz, 1H), 6.76 (d, J = 8.7 Hz, 1H), 5.57 (s, 2H), 4.90 (s, 2H), 4.56 (t, J 
10 = 9,0 Hz, 2H), 3.23 (t, J = 9.0 Hz, 2H) 0 



mm ii ( i ) —mnm 1 1 (2) 

«2 (6 5) l£ telUM 2 (8 6) T'iSlatbfc^^^V^T, 

»J6 -c^$tt§^^^^f^bT. 



15 



iJ 1 1 ( 1 ) 



5— (2, 3-^no7x=;l') —1— ( 2 — fc K » 3r V vvl') — 1 
H-l, 2, 3, 4-ff7y~^ 
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T L C : R f 0.34 (n — ^drf-^ : gf^fcc^yi^ 3 : 2 ) ; 

NMR (CDC1 3 ) : 5 7.64 (dd, J = 7.8, 1.5 Hz, 1H), 7.27 (t, J = 7.8 Hz, 1H), 7.18- 

7. 13 (m, 2H), 7.00 (dd, J = 7.5, 1.8 Hz, 1H), 6.80 (dt, J = 7.8, 1.2 Hz, 1H), 6.74 (dd, J 
= 7.8, 1.2 Hz, 1H), 6.28 (s, 1H), 5.45 (s, 2H) 0 

HiEMl 1 (2) 

1— (2, 3-^Pn7a^) —5— (2-t Kn^^y^;l/) — 1 
H-l, 2, 3, 4 - f h 7 

CI N*=N 



TLC : Rf 0.33 (gfcl^^vW : n— ^^rf-^=2 : 3) ; 
NMR (CDCI3+CD3OD) : 8 7.65 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.30 (t, J = 8.1 Hz, 
1H), 7.16 (dd, J = 8.1 Hz, 1.5 Hz, 1H), 7.09-7.02 (m, 1H), 6.91-6.86 (m, 1H), 6.73- 
6.64 (m, 2H), 4. 16 (s, 2H) C 

mmmi2 <p -njiMi2 (2) 

^»!ll 0 (14) t-fcttSfclfeflll 0 (16) ^3tLfcfb£4&SrJBV^ x 
g&MSflM 12 ( 1 ) 




1— (2— ^^v^/^^rV— 5 — 9 n P^i/i^) —5— (3-fc Kn*^ 
-2-^^vK7cc~/U) -1H-1, 2, 3, 4-fh7^ 
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TLC : Rf 0.34 (p^j^/P : n =¥^:/= 1 : 2) ; 
NMR (CDCI3+CD3OD) : 8 7.39-7.30 (m, 3H), 7.23-7.16 (m, 3H), 7.07-7.00 (m, 
1H), 6.91 (dd, J = 8.4 Hz, 1.2 Hz, 1H), 6.84 (d, J = 2.4 Hz, 1H), 6.79 (d, J = 9.0 Hz, 
5 1H), 6.57 (dd, J = 7.8 Hz, 1.2 Hz, 1H), 5.39 (s, 2H), 4.94 (s, 2H), 1.88 (s, 3H) 0 



10 




112 (2) 



1— (2 — ^y^;^^rV- 5 — ? n n^<;/vW —5— (4 — kFn^ 
7z^~;v) -lH-l, 2, 3, A-T VyV—/v 




TLC : Rf 0.39 (g^a^^/V : 11—^^^= 1 : 1) ; 

NMR (CDCI3+CD3OD) : 5 7.42-7.31 (m, 5H), 7.28-7.20 (m, 3H), 6.94 (d, J = 2.7 

Hz, 1H), 6.92-6.83 (m, 3H), 5.58 (s, 2H), 5.02 (s, 2H) 0 



15 MMffl 1 3 



5— (3— 7^ /- 2 — ^ u u y^t^/u) — 1 — ( 2 -^o^z>;v^-^zy-~ 5 

- ^ o n^i/vW — 1H— 1, 2, 3, 4 — ^ h 7 "/^-fls 
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T L C : R f 0.53 (n -^^^ : @^^^/u= 2 : 1 ) ; 
NMR (CDCI3) : 8 7.40-7.32 (m, 3H), 7.21-7.16 (m, 3H), 7.03 (dd, J = 8.1, 7.5 Hz, 
1H), 6.94 (d, J = 2.4 Hz, 1H), 6.88 (dd, J = 8.1, 1.5 Hz, 1H), 6.76 (d, J = 8.7 Hz, 1H), 
6.42 (dd, J = 7.5, 1.5 Hz, 1H), 5.43 (s, 2H), 4.92 (s, 2H), 4.19 (brs, 2H) 0 

njis^i 14 ( 1 ) ~ mmm n (23) 

N- (2 — ' <^v J /lof3rv'— 5 — ^ n a^>-^/k) -2-^pp-3-^f 
;MyX7 5; K 



ci o o^V^S 




TLCrRf 0.53 (n-^^rf"^ : Wm^/^ 2 : 1) ; 
NMR(CDC1 3 ) : 5 7.40-7.14 (m, 10H), 6.87 (d, J= 8.7Hz, 1H), 6.53-6.42 (m, 1H), 
5.09 (s, 2H), 4.65 (d, J= 6.0 Hz, 2H), 2.39 (s, 3H) 0 
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MM 14 ( 2 ) 



N— (2 — 5 — 2 n u^<i/iy/u) —2, 4— ^^na-^^ 

XT 5 K 



C! O 





10 



TLC : R f 0.59 (n— — ^rf ^ : 



^/l^= 2 : 1) , 



NMR(CDC1 3 ) : 5 7.60 (d, J - 8.4 Hz, 1H), 7.41-7.32 (m, 7H), 7 28 < dd, J = 8.4, 2.4 

Hz, 1H), 7.22 (dd, J = 8.7, 2. 7 Hz, 1H), 6.89 (d, J = 8.7 Hz, 1H), 6.8G-6.69 (in, 1H), 
5.09 (s, 2H), 4.64 (d, J - 6.0 Hz, 2H) 0 



jSgjU 4 (3) 

N — (2 — ^<.V v'— 5 — ^ n n — 2 , 5 - v 5 ^ a xn. s< y 

XT 5: K 




15 TLC : R f 0.57 (n — ^^ri?-^ : g^^^^/l^= 2 : 1) : 

NMR(CDC1 3 ) : 6 7.62 (dd, J - 2=1, 0.9 Hz, 1H), 7.41-7.29 (m, SHv, 7.23 (dd, J « 
9.0, 2.7 Hz, I.H), 6.89 (d, J - 9.0 Hz, 1H) ; 6.73-6.64 (m, 1H), 5.09 (s, 2H), 4.64 (d, J 
= 6.0Hz,2H) o o 
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Mi&Ml 4 (4) 

N— ( 2 -^y^t^V- 5 - ^ a n^y — 2, 
XT ^ K 




5 T L C : R f 0.47 (n — ^Mf^ : gp$£^?-/is= 2 : 1 ) ; 

NMR(CDC1 3 ) : 8 7.47-7.18 (m, 10H), 6.87 (d, J = 8.7 Hz, 1H), 6.18-6.07 (m, 1H), 
5.08 (s, 2H), 4.67 (d,j= 6.0 Hz, 2H)„ 

mmm 14 ( 5 ) 

10 2, (l-7s^xf;l/) ^yXT ? K 




TLC : R f 0.45 (n — ^MM' : gfcg^c^vu= 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 7.51 (dd, J - 7.5, 1.8 Hz, 1H), 7.46 (dd, J = 7.5, 1.8 Hz, 1H), 
7.43-7.28 (m, 5H), 7.25 (t, J = 7.5 Hz, 1H), 6.25-6.16 (m, 1H), 5.40-5.28 (m, 1H), 
15 1.63 (d, J = 6.9Hz,3H) 0 



•l^iJ 14 ( 6 ) 

N — ( 2 — ^<l/x?7V3r^*y— 5—i?v v^^i?/]/) -2 — ^ u n — 3 — ~ b 
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TLC : Rf 0.48 (n — ^^rih^ : f£^cfv^= 2 : 1) ; 
NMR(CDC1 3 ) : 8 7.80 (dd, J = 8.1, 1.5 Hz, 1H), 7.66 (dd, J = 8.1, 1.5 Hz, 1H), 
7.45 (t, J = 8. 1 Hz, 1H), 7.39-7.29 (m, 6H), 7.25 (dd, J = 8.7, 2.4 Hz, 1H), 6.91 (d, J = 
8.7 Hz, 1H), 6.56-6.45 (m, 1H), 5.08 (s, 2H), 4.64 (d, J = 6.3 Hz, 2H) 0 

HjfeMl 4 (7) 

N- (2-^/m^-5-^np^y^l/) — 2 — ^^/U— h 




TLC : R f 0.48 ( n — ^^f^ : @£g£j^/^= 2 : 1) ; 
NMR(CDC1 3 ) : 5 7.83 (dd, J = 8.4, 1.2 Hz, 1H), 7.42 (dd, J = 8.4, 1.2 Hz, 1H), 
7.37-7.22 (m, 8H), 6.92 (d, J= 8.7 Hz, 1H), 6.24-6.18 (m, 1H), 5.08 (s, 2H), 4.61 (d, 
J = 6.0 Hz, 2H), 2.41 (s, 3H) 0 

H»] 14 ( 8 ) 

N— ( 2 -^y ^^v-- 5 - ^ d n^^^) —2, 3-i?t 
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CI 



TLC:Rf 0.50 (n — ^E^i/ : g£@£;c^vu= 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 8.18-8.10 (m, 1H), 7.96-7.91 (m, 1H), 7.48-7.26 (m, 7H), 7.17 
(dd, J = 8.4, 2.7 Hz, 1H), 6.95 (t, J = 8.4 Hz, 1H), 6.84 (d, J - 8.7 Hz, 1H), 5.13 (s, 
2H), 4.69 (d, J = 6.0 Hz, 2H), 4.49 (t, J = 9.0 Hz, 2H), 3.20 (t, J - 9.0 Hz, 2H)„ 

mmm 14 c 9 ) 

N- (2— ^i/^/l^-dr^— 5 _ $ xz us<i/*Jjv) -3-^nn-2-^f 




TLC : R f 0.65 (n -^^-^ is : gjsgfcc^,— 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 7.42-7.,30 (m, 7H), 7.23 (dd, J = 8.7, 2.7 Hz, 1H), 7.16-7.06 (m, 
2H), 6.89 (d, J = 8.7 Hz, 1H), 6.22-6.16 (m, 1H), 5.08 (s, 2H), 4.60 (d, J = 5.7 Hz, 
2H), 2.35 (s, 3H) 0 

H^ffil 14 (10) 

N- ( 2 — s<^i?/U3-^is— 5 — ^ n — 3 h^^/f/^ 

=3ri/— 2 — ^f/^yXj* K 
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TL C : R f 0.34 (g^^c^vU : n— ^^f"^= 1:2) ; 
NMR(CDC1 3 ) : 5 7.38-7.30 (m, 6H), 7.21 (dd, J= 8.7, 2.7 Hz, 1H), 7.14-7.07 (m, 
2H), 6.92 (dd, J= 9.0, 3.0 Hz, 1H), 6.88 (d, J = 8.7 Hz, 1H), 6.20-6.14 (m, 1H), 5.20 
(s, 2H), 5.08 (s, 2H), 4.62 (d, J = 5.7 Hz, 2H), 3.47 (s> 3H), 2.25 (s, 3H)„ 

Hjfeffll 14 (11) 

N— (2— 5 — txi xi^<^i?/U) -4—^ h^riy^ h^r^y 

-2—* f/^yxr 5 K 




ci 



TLC : Rf 0.41 (fflS&c-^vl' : n— ^^^^= 1 : 2) ; 

NMR(CDC1 3 ) : 5 7.64-7.58 (m, 2H), 7.44-7.36 (m, 5H), 7.33 (d, J = 2.7 Hz, 1H), 

7.20 (dd, J = 8.7 Hz, 2.7 Hz, 1H), 7.04-6.98 (m, 2H), 6.88 (d, J = 8.7 Hz, 1H), 6.62- 
6.54 (m, 1H), 5.20 (s, 2H), 5.10 (s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 3.48 (s, 3H) G 

WJl 4(12) 

2 , 3 xl u — N- ( 2 -^cc^^/^drv'^<>'v f /k) ^yXT ^ K 
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TLC : Rf 0.46 (n — ^rl^ : gfcg^c^/^= 3 : 1) ; 
NMR(CDC1 3 ) : 5 7.50 (dd, J = 7.5, 1.5 Hz, 1H), 7.35 (dd, J = 7.5, 1.5 Hz, 1H), 
7.29-7.18 (m, 5H), 7.14-7.09 (m, 2H), 6.97-6.86 (m, 3H), 6.13-6.03 (br, 1H), 4.53 (d, 
J = 6.0 Hz, 2H), 4.25 (t, J = 6.3 Hz, 2H), 3. 10 (t, J = 6.3 Hz, 2H) 0 

HHM 14 (13) 

N— ( 2 -'</'^t' 3 rv'- 5 - ^ n P^y^) 
K 




TLC : Rf 0.66 (H^n : n— ^^Ih>-=1 : 2) ; 

NMR(CDC1 3 ) : 5 7.58-7.52 (m, 2H), 7.44-7.30 (m, 8H), 7.22 (dd, J = 9.0 Hz, 3.0 

Hz, 1H), 6.90 (d, J = 9.0 Hz, 1H), 5.10 (s, 2H), 4.62 (d, J = 5.7 Hz, 2H)„ 

MMM 14 (14) 

N— (Z—^fu^^Z/fr/.^/^^l/^.l/fJ/l') —2, 3— v^^nn^:^ 
5 K 
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TLC : R f 0.39 (n-^MJ-^ : g|Sfecc^7W= 4 : 1) ; 
NMR(CDC1 3 ) : 8 7.50 (dd, J = 7.8, 1.5 Hz, 1H), 7.46 (dd, J = 7.8, 1.5 Hz, 1H), 
7.35 (dd, J = 7.5, 1.2 Hz, 1H), 7.29-7.21 (m, 2H), 6.96-6.85 (m, 2H), 6.60-6.50 (br, 
1H), 4.67 (d, J = 5.7 Hz, 2H), 3.80 (d, J = 5.7 Hz, 2H), 1.86-1.67 (m, 6H), 1.35-0.98 
(m,5H) 0 

gjjfeM 14 (15) 

N- (2— ^^o^drv^/^^-i/^^i^/U) —2, 3-^an^yX7^ 
K 




TLC : R f 0.47 (n— : gj^c^vi^ 3 : 1) ; 
NMR(CDC1 3 ) : 8 7.52-7.46 (m, 2H), 7.36-7.34 (m, 1H), 7.28-7.21 (m, 2H), 6.94- 
6.88 (m, 2H), 6.64-6.54 (br, 1H), 4.65 (d, J = 5.7 Hz, 1H), 4.39-4.31 (m, 1H), 1.99- 
1.93 (m, 2H), 1.82-1.71 (m, 2H), 1.65-1.52 (m, 3H), 1.46-1.30 (m, 3H) 0 

HjfeM 14 (16) 

2, 3 — Z?Jr n n — N— [2- ( 2 — ^E/Wsfc U / ^^vl^drV) ^i/i^l*-] 
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T L C : R f 0.42 n n -fc/UJ* ; / >-/U= 19:1) ; 
NMR(CDC1 3 ) : 5 7.51 (dd, J = 7.8, 1.5 Hz, 1H), 7.43 (dd, J = 7.8, 1.5 Hz, 1H), 
7.38 (dd, J = 7.5, 1.8 Hz, 1H), 7.31-7.22 (m, 2H), 6.99-6.87 (m, 3H), 4.65 (d, J = 6.0 
Hz, 2H), 4.14 (t, J = 5.4 Hz, 2H), 3.48 (t, J = 4.8 Hz, 4H), 2.78 (t, J = 5.4 Hz, 2H), 
2.47 (t, J = 4.8Hz,4H) 0 

Hjjjffil 14 (17) 

N- (2-^ a a- 6 -7 ^ / ^s^ls^jU) -2, 3-^f/MyX7 
5 K 




TLC : R f 0.50 (g^^^/P : n -^y- > > =1 . 2 ) ; 

NMR(CDC1 3 ) : 5 7.38-7.30 (m, 2H), 7.20-7.10 (m, 4H), 7.10-7.03 (m, 2H), 7.02- 

6.92 (m, 2H), 6.84-6.77 (m, 1H), 5.98-5.90 (m, 1H), 4.80 (d, J = 5.7 Hz, 2H), 2.27 (s, 
3H), 2.26 (s, 3H) 0 

UMI 14 (18) 

N - (2 — ^^/l^^^i/i^/k) - 2 , 3 - f/^yXT 5 K 
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TLC : Rf 0.50 (gtf&ac.'f'A' : n-^-^1^V=l : 2) ; 

NMR(CDC1 3 ) : 6 7.41-7.24 (m, 7H), 7.18-7.14 (m, 1H), 7.12-6.94 (m, 4H), 6.25- 

6. 16 (m, 1H), 5.10 (s, 2H), 4.67 (d, J = 5.7 Hz, 2H), 2.26 (s, 3H), 2.22 (s, 3H) 0 

gUfeff] 14 (19) 

N- (2 — < y^t^fV7 oi^^/P) -2, 3 f;w<yX7 ^ K 




TLC : Rf 0.55 (RSfcx.^vl' : n — 1 : 2) ; 
10 NMR(CDC1 3 ): 6 7.38-7.13 (m, 8H), 7.06-6.91 (m, 4H), 6.00-5.88 (m, 1H), 5.03 (s, 
2H), 3.71 (q, J = 7 Hz, 2H), 2.99 (t, J = 7 Hz, 2H), 2.26 (s, 3H), 2.20 (s, 3H) 0 



14 (20) 

N- [2- (2H, SH-^O-y" Ce] 1, 4 - v^^Mf"^- 2 -> f 



15 ^z/V-zv] -2, 3-^nn7x-;^yX7^F 




TLC : Rf 0.53 (n -^^^ : @t^c^v^= 3 : 2) ; 

NMR(CDC1 3 ) : 5 7.50 (dd, J = 7.8, 1.5 Hz, 1H), 7.42-7.38 (m, 2H), 7.32-7.27 (m, 
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1H), 7.22 (t, J = 7.8 Hz, 1H), 6.99 (dt, J = 7.5, 0.9 Hz, 1H), 6.91-6.72 (m, 4H), 6.69- 
6.59 (br, 1H), 6.49 (dd, J = 7.8, 1.5 Hz, 1H), 4.66-4.55 (m, 3H), 4.38 (dd, J = 1 1.4, 2.4 
Hz, 1H), 4.28-4.22 (m, 3H) D 

5 Hjfcflil 14 (21) 

2, 3-^DB-N- [2- (2, 2-^^^y^-l, 3-Z?$-*y?^ 
-4— -Ol^^vl^drix) ^^i^/i^] -<yX7 5 K 




TLC : Rf 0.25 (n — : gjig^n^/i^ 2 : 1) ; 

10 NMR(CDC1 3 ) : S 7.49 (dd, J - 7.8, 1.5 Hz, 1H), 7.41-7.38 (m, 2H), 7.31-7.19 (m, 
2H), 7.00-6.95 (m, 2H), 6.87 (d, J = 8. 1 Hz, 1H), 4.71 (dd, J = 14.4, 6.6 Hz, 1H), 4.59 
(dd, J = 14.4, 5.4 Hz, 1H), 4.52-4.44 (m, 1H), 4.13-4.07 (m, 2H), 3.98 (dd, J = 9.6, 
6.0 Hz, 1H), 3.82 (dd, J = 14.4, 5.7 Hz, 1H), 1.24 (s, 3H), 1.23 (s, 3H)„ 

15 HifeM 14 (22) 

2, 3-^pp-N- [2- [2- (N-^f;U-N-7x=;U7^y) 




TLC : R f 0.34 (n — : gj^zc^/i^ 3:1) ; 
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NMR(CDC1 3 ) : 8 7.47 (dd, J = 7.5, 2. 1 Hz, 1H), 7.39-7.35 (m, 1H), 7.29-7.07 (m, 
5H), 6.97-6.85 (m, 2H), 6.69-6.61 (m, 3H), 6.26 (bs, 1H), 4.50 (d, J = 6.3 Hz, 2H), 
4. 19 (t, J = 5.4 Hz, 2H), 3.76 (t, J = 5.4 Hz, 2H), 2.91 (s, 3H) 0 




jfeM 14 (2 3) 



2, 3-^PP-N- (2 — fcKd=¥ 



CI 




TLC : R f 0.24 (n— ^dri?-^ : 



^/^=3 : 1) ; 



NMR(CDC1 3 ): 6 8.67 (s, 1H), 7.54 (dd, J= 7.8 , 1.5 Hz, 1H), 7.50 (dd, J= 7.8, 1.5 
Hz, 1H), 7.27-7.21 (m, 2H), 7.15 (dd, J = 7.8, 1.5 Hz, 1H), 6.98-6.95 (m, 2H), 6.85 
(dt, J = 7.5, 1.2 Hz, 1H), 4.57 (d, J = 6.6 Hz, 2H)„ 



1 



• 1- (2-^na-6-^/k^-a^<i/^/i.) -5- (2— hJ)7/Uto^ 



-1H-1, 2, 3, 4-7h7)/-;l' 



5.0 g 
0.2 g 
0.1 g 
4.7 g 



\MM 2 
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•1- (2-^Pa-6-7^P^/l/) -5- (2-hP7A-tB^ 

^ 7l ^) -1H-1, 2, 3, 4-fh7^ 2.0g 

'▼^t— A> 2 0 g 

• B@7K 5 0 0ml 
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2fc <D ffl 



5 ^g5*5j;t>V*fc:^^iJ 0 



10 3. — fl£5£ (I) 




(I) 




O 

f R 3 

3r/K 7x^;I/Itj:oTti$tlT 1 ^)J;v^C2~87v'>'^ 1 {) U< tec i~ 

X*5«ttJ«Y«^:tb^tt^AEL-C, -CH 2 -, -O-^fcti-CHR 4 - 
20 >K R 4 f* C 1 ~ 4 TA"*A'&&t>'i-t>\ i;fc »R 1 1> L < fifcR 2 t — o 
TC2~5mi'ylr$W, ) £r^;bU 
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R 1 *5 cfc TJ?R 2 ttZtl^tim& lt. 



OR 5 , 
SR 5 , 
NR 6 R 7 , 



10 8 



COR\ 

C1~8TM;V (RTA^Ml, ^n^i/jSC^ OR 5 , SR 5 , NR 6 



«fcoTgi&£;rvrk«fcV\, ) , ^XJ^f^m^ OR 5 , SR 5 , NR 6 R\ ~ 

ho> ^r/, coR 8 :fc£7>*5~i oM^fPf^fcte 



ntf^m*. OR 5 , SR 5 , NR 6 R 7 , */T J ^ COR 8 , 7 

15 *3J;rj*c i~8T/t^/i^kiifc£frL5 i~5^©S^«koTgi^$tLT i b J; 



;, *fctt 



9) />nyyj|^, OR 5 , SR 5 , N R 6 R 7 „ ~|>p, f7V* COR 8 , 5 



(a*atr±, ^O^Vff, OR 9 , SR 9 , N 



20 R °R l \ = hn, iXT/, COR 12 *5iTJ«C 1 ~ 8 TA^/l" (0ET^/U 
f±, ^n^yKf, OR 5 , SR 5 , NR 6 R 7 , ~hn, iXTy, COR 8 *Ji 



\z J; o T gi& £ ftT & «£ V ^ C 1 ~ 8 T /u*r/u&&t> U 



25 R 5 tt 



i) Tkmm*. 
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2) /May^JBK-?, OR 9 , SR 9 , NR X0 R XX , i^T/. COR 12 

&£xfi3~ioM.<Dmmm$iiti*mmm ^*<y^m*. or\ s 

R 9 , NR X0 R XX , iXTy> COR 12 , 7x^<k^C 1~8 7 

;v*r;v (^T/l^Wi, ^P^JRC^, OR 9 , SR 9 , NR X0 R XX , - hn, 

3) (.mT/^/^fi, '^utflsm^ OR 9 , SR 9 , NR 1 
°R 1X , =bn, V7V, COR 12 *5<tt>V^^/^fc^f^S l~5j@©I 

10 &C«fcoT©&£*bTt> <fcV\ ) , ^nyVigT-, OR 9 , SR 9 , NR 10 R 11 , 
=-hP, VTA COR 12 , &J;t>*3~l O fcf±«*8!t (Bfcfil 

fi, ^n^i/J^, OR 9 , SR 9 , NR 10 R 1X , = VTA COR 12 , 

tltt)iV\ ) ^6>3HWCtb5 l~5j@<£>£^: t fcoTB^£*l/r i k«fcV^3~l 

4) COR 13 (R 13 f*, C1~8 7;V^V (R7^I4, 

OR 9 , SR 9 , NR 10 R 1X , = VTA COR x2 *3 £W7 ^—/Isfrh 

^m^fc^m^SI (BfcSftfi. ^O^^ OR 9 , SR 9 , NR X0 R XX , = 
20 ho, VTA COR 12 , 7cn^/^J:t)«C l~8T/^ d r/^^^i^t^ 1 

R 6 *5 J: TJ«R 7 ft-t^tUfiSC LT, 

1) tK^JE^^, 

2) ^n^IfB^ OR 9 , SR 9 , NR 10 R 1X , = fa, V7/, COR 12 
25 33<fcT>*3~l OjlOjftMSfctt&Sflt OfcSRWU ^o^^, OR 9 , S 

R\ NR X0 R XX , ^ho, COR 12 *iitf3~10W*lt 
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tz.nm.mm (.mm*, ^n^jnc^ or 9 , sr 9 , nr io r'\ = 

C OR 12 *5j;tJ*C 1 — 8 T)V^r?V (p^T/t^/HS, ^pyylf, 
OR 9 , SR 9 , NR 10 R n , = COR 12 *?^^—/^^ 

~8 7v / ;K 

3) COOR 12 , 



10 



20 



4) CONR^R 11 , 

5) C 1 ~ 8 7;U^^ (^TA-=¥/W2, ^ny^ OR 9 . SR 9 , NR 1 
°R 1 \ = i'TV, COR 12 :fcJ;t>*:7^~/l^b3tfcf*L5 l~5fi(Dl 
(CioTf^$^t'bJ:V\ ) , ^nyvjj|H\ OR 9 , SR 9 , NR 1C R U . 



^n^>-j@HK OR 9 , SR 9 , NR 10 R 1X , ~hn, ^7;> COR 12 *5<t 
15 TFC 1~8 7/^ (S7^K^n^yl^, OR 9 , SR 9 , NR 10 R X 



6) AP^yg^ OR 9 , SR 9 , NR^R 11 , ^fa, iXTV, COR 



1 2 



& 3 ~ i o ^<D$kmm-$.fci-±mmm (.mmi*. ^n^im^, or 9 , s 

R 9 , NR 10 R X1 , ^hP, ->7V, COR 12 fcit5Cl~87;l'^ 



TVi^/HSu ^n^^m^r. OR 9 , SR 9 , NR 10 R 



1 Or, 1 1 — 



I>n, V7V, 



25 l~5i©imoTlt$^Tt «tV\ ) ^b^f^tbS 1 ~ 5 
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1) y^mm^, 

2) ,OR 9 , 

3) NR 1 0 R 1 x , 

5 4) /no^JI^ OR 9 , SR 9 , NR 10 R X1 , ^hn, ^Ty\ COR 12 , 

Cl~87/V^ (^T/W^vWi, ^n<^:/J^P, OR 9 , SR 9 , 
NR 10 R 1X , ~hn, v-T/*3«tU ? COR 12 *5J:^^^/^e>^Httl/S 1 



10 



SiOSlCiotf^^tlTtiiV^ ) , 3~10 



^c^yg^ OR 9 , SR 9 , NR^R 11 , ->T7, C 

OR 12 , C l~8T/^^/W*3<tTJ«7^^7^e>M(itb5 l~5i©S(ao 



5) /NP^yl^ OR 9 , SR 9 , NR 10 R X1 , ~hn, */7/, COR 



1 2 



3~1 OH0>&*at£;fctt 



A0^y|^ or 9 , sr 9 . 



15 NR 10 R 11 , = hn, */7A COR 1 2 jo .fcl^C 1 ~ 8 T/V^c/ls (MT ' JV^- 

OR 9 , SR 9 , NR 10 R 1X , — ha, v^T/, COR 



ti/C^ J: v\ ) 



5 i@<£«- ioTlt^^t tiJ^C 1~8 7 /U3rsU&mte lx, 
20 R 9 fcTk^m^ Cl~8 it i± C 2 ~ 8 T X/JV (^ET/V^r/^*3 «fc t)« 

=>r^te, C 1 ~ 8 C 1 ~ 8 T A^^r JVf-^ri^. it it. 3 ~ 1 0 



r 1 °*5 xxfR 1 1 ta^n^e*a&3£ uts Tkmrn^-, c 1 ~ 8 r/^^*/tf±^ 

25 R 1 2 teTMffJ!^, 7i=/K 7*=/Hcj;oTf^$tltt)j:V^Cl~8 7 
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4 . matoimm 3 iB^-fls:^ ( i ) t-^ * y =* k v r^^y 

5. — (I) *P<DA& 

N-N 

\ 

X* (I-a) 

x N-N 

(r 1 )^>(x)^n; n /^n « 

( Y)^v_l^( R 2 ) n 

6. — 055 (I) tf©A^-CONR I0 -t < fc5- (1-b) 

<V<I>(R 2 ) n 
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7. (n) 

o 

i H o 

N-C-C-N-R 2YA (II) 

&^Slttti1tt±&ti&<DTA'>*A'*/l'#Zfh^ — j»!5C-S- (CH 2 ) nY 
a-CH (R 3YA ) ( R 4 YA ) (^rfJ, nYAfiltfc(42^U R 3YA 
{tt^^^fcfi^ L> R 4YA ^7K^S*^ifi— ^-NR 8YA R 

9YA (*OK R 8YA «7K#J©^*7t«^^/^^U R 9YA «t«^/K 
S?/K *fcf±iW^<>'^*r*t>U fc5VM2R 8YA 33£tJ*R 9YA ;dS— 

y&^b-n ) -e^^ttSBifer/^/M/^^h^ -k-so 2 r 5VA (sfc 

R 5YA f*T^y*fc^l~3^^*^^r^T-r5T/^/W^*^-r o ) 
T^$tv6^./^=/K *5«ttJ«— $g5£-COO (CH 2 ) 2 -NR 6YA R 7YA (5& 

■K R 6YA *3J:t>*R 7YA »^tL^MtebT7K*j!ffC^ *7vK *fcfi^^ 
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8. —f&&: (m) 



o^f , r 1 yb £> £ tm 2 YB f*^tt^Mte ui~6 teo^m-^^^-rs 

-2 Uftv\ ) SrScfrU 

A Y B 33 «fc t>* B Y B te^r tb m& L T N * fc C H $tt> U 

x lYB j8 ivx ""fi^juii it^py^ i~3^im 




(III) 
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9. — fl£5£ (iv) 



1YC 




(IV) 



R 3YC & (R 4YC ) (R 5YC ) N-CO-Q Yc ^$tLS£ Q YC fcfcl 
T>*R 6YC f*^en^tL^Sr UT, 1-6 fi©^*JK^Sr^T-r «ifi:«*feW:^«aK 

20 Y YC »^Jm-?*fcj»M^^^^i- 0 ) ^S;rL5te^&W3&/fc££ 
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1 o. — $t&, (V) 



R YD R 1YD 

YD JCH2) nYD — (CH) mYD N 2YD 

v YD \ \ 6 



YD 



w YD ' B z 

C 1 ~ 3 =¥->\ = hn *fef± K y * ^/UX'fc *) , 

TV»fcV>tf\ & 3 VM3^ n y ;/ N c 1 ~ 4 T/I'dr/K Cl~4T;l/a^i/ N 
h y * ^VK}3 «fc hP^f,liR$^5 i o 3= fete 2 OtfJffl&Sfc: 

li-X YD - (CH 2 ) a yd (CHR YD ) aYD -CONR 1YD R 2YD «B YD 
R YD (±7K^^fcfiC 1 ~ 3 T^dr/^^) D N 

r1 yd % R ^D^ fM ^ L ^ C1-6 7M/K C3~6^D7^ 
dr/K 7i^-C1~3 7;^;K C3~6^^n7;i/^;i/- 

C 1 ~ 3 7;^ffcliC 3 ~6 T)Vtr=-jV (fcfcU T/l-^=/^(DZ:fi 

X^fiCHR 3 ^ N R 4 YD N SO, S0 2> O^fe^S^^U 
R 3YD f*^K^^/c«C 1 ~ 3 Tsls2c/U&mfr U 
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R 4YD ttCl~37M;i'^U 

n YD te 0 3: te 1 ~ 2 (DWm&Wp-t 

fcfcU (1) X YD a*SO, S0 2 , NR 4YD <D<b#tem YD +n YD tel£UiT* 

(2) A YD irB YD ^i:^^NT^«9, Z YD ^B YD ^tt^7t^§^{j:, 
X YD fiCHR 3YD « < „ 

(3) A YD ^CH. B YD &N, Z YD #B YD lE#LT:*vl'K X YD tfO, R Y 

(4) 2— ^^^/l^y y ^— 4--1VW- N, N' — ^^^/V-^/W^^— b 

f»<o ) 

1 1 . — jRsS (I-aO 

(R 1A )^(x4^ N ^ M 

X A *5 J: T>* Y A n^tl^tim± IT, - C H 2 - , - O - * fete- C H R 4 A - 
■K R 4A fiC 1 ~ 4 7;i/dr;u^gfctK ^fcteR 1A £> b< teR 2A t~ ItFK: 
*oTC 2 ~ 5 7/^ ) £^;bU 

p A 43j;t>*q A ?«lx^MteLT, 0£ fete 1 ~ 2 ©it^fc L (fcffU 
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R 1 A & £T>*R 2 A itttl^tim± IT, 

1) /Ma^HfC-^ 

2) OR 5A > 
5 3) SR 5A , 

4) N R 6 A R 7A N 

5) ^ hn N 

6) ^7V> 



10 



7) COR 



8 A 



8) Cl~87;^ (^TVI^/W^ /^n^m^ OR 5A N SR 5 \ N 
R 6 A R 7A > ~hn x S/7A COR 8A *5j;TJ«7^^/^b3l{mS l~5iH 

©KRiJ:o-c«j|**t"Ct>J;v\ ) „ An^yn^ or 5A , sr 5A . nr 6 

A R 7 \ = hor>r/> coR 8A *5«tt)t5~i oio^iit^(iiit(i 

Ultt^ AO^ygf, OR s \ SR 5 \ N R 6 A R 7A \ = v'T/s CO 

15 R 8 A ^ 7^^/^*5«J:TJ«C l~8T/l^= 3 r/^6>^^tt5 l~5fi©I}Cl:ot 



3~1 0 »<£>#<3^3;7U3: 



9) ^p/fy®^ OR 5A % SR 5A , N R 6 A R 7 A > = i/T S ^ COR 



8A 5~ 1 0M.(Om^M^.tcl± 



mm*, ^o^^s^ or 9 \ s 



20 R 9A > NR 10A R n \ = VTVs C O R 1 ZA *5 £TJ*C 1 ~ 8 TJV^rjV 



(R7^» ^o^^JR^ OR 5 \ SR 5A > N R R > = ha, V 
7/, COR 8A :fcJ;TJ*:7cn=/l^ki§k£;ft6 l~5i©S^ioTlH$^ 



f£;ft6 l~5^<E>Sfc<fcoTgm$;ft,Tt><}^C l ~ 8 TV^/i^**? U 



25 R 5A f* 



l) tK*M^ 
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2) /ND^Jg^ OR 9A , SR 9 \ NR 10A R 11A N %/T S ^ CO 

R i2A *5«krj*3~i o &<Dm.mmtLittmmn mm*, ^n^m^ or 

9A n S R 9 A -v NR 10A R 11A N */TS^ COR 12 \ ^^-/U*5<tt^ 

C1~8W^ (f»r^^»s AP^yJIf, OR 9A s SR 9 \ NR 10 

5 a r iia^ -|s n> v-ry. coR 12A *5«tti«^^^/^e>3§^5 i~5^@ 

~ 8 TVl^/K 

3) (^ET/l"*VW3\ ^n^ygf, OR 9 \ SR 9 \ N 
10 R 10A R 11 \ ^bP, v-T/, COR 12A 3S£T$7^~^7!)>ibmt£tlZ> 1~ 

5^<£gfc«fcoTgi&$*LT 1 t>«fcV\ ) % ^a^yg^ OR 9 \ SR 9 \ 

nr 10A r h \ = 5^r;, cor 12A , fei^a-ioicws 

rtf^mm (0ES*W\ AP^yJg^ OR 9 \ SR 9 \ NR 10A R 11A . ~h 
n % xXT7, COR 12A > 7 a ^1^*5 J^C 1 ~ 8 T/ls*r/l>"d>bMt£tl>& 1 ~ 

4) COR 13A (R 13A l^ Cl~8 7/^ (^T/^/W^ ^n^^I^ 
OR 9A s S R 9 A % NR 10A R n \ i/T/, C O R 1 2A *5<tt>V^ = 

/w*=»feStf*L5 l~5fioS(ao-ct^^ti-CfeJ;v\ ) *fcte3~io 

20 fctt**Slt (0E9R^ Ao^yl^ OR 9A , SR 9A , NR 10 

A R 1X \ ~hn N V7/x COR lu , 7 <fc TJ*C 1 ~ 8 T/t^/t^ 

U 

25 1) TkSfJ!^, 

2) An^yg^ OR 9A N SR 9A % NR 10A R 11A s = S"7V* CO 
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R 12A *3<tT>*3~l 0 A<D&&mti1tlt&&m ^W^m^Fs OR 

9A , SR 9A , NR 10A R UA , i//y, C O R 1 2A *5«fctJ ? 3 ~ 1 0 & 

©&*»£fctt*#ISt 083* W\ ^o^yJI^ OR 9 \ SR 9 \ N R 1 0 A 

R 1 1A > - hn, txT/^ COR 12A i3±t;ci~87;^;i/ (MT/v^Mt^ 

5 ^ta-^jDK^ OR 9A \ SR 9A N NR 10A R 11A , ^hn, ^7/, COR 1 

2A *5J;t>*7oi=./^b®fitt5 l ~ 5 idle i o r Jit % <t v\ ) 

10 3) COOR 12A N 

4) CONR 10A R 11A > 

5) C 1 ~ 8 TVt^/l' (^T/V^/His ^o^*?, OR 9 \ SR 9A N N 
R 1 0 A R 1 1 A N COR 12A *3«tt^7^^/^6>31^tt5 1 ~ 
5fa©KfcJ;oTK»£;rL*Ct> «fcV\ ) . ^n^^W^ OR 9A . SR 9A , 

15 NR 10A R 11A % ^7/ s COR 1 2 M8j:tf3 ~ 1 OMOj^^^^Tb 

0RH«U ^D^ 8 ^ OR 9A , SR 9 \ NR 10A R 11A N ^ho, 

'>7/> COR 12A fcJ;t>'C 1~87;^ (i7;^;H^nyyJI^ O 
R 9 \ SR 9 \ NR 10A R n \ ~hu N ^T>\ COR 12A ^fcl(f^5 1 

V^3~l 0 R<D6kmS&'iZlt1ft&&m> *fcte 

6) AP^ygf, O R 9 A > SR 9A N NR 10A R 11A , = ha, i/7/ N CO 

R i2A *3<tr>*3-i o mvmmm&frtmmm ($mn> ao^^ or 

9A , SR 9 \ NR 10A R n \ = */7J^ COR 12A *5J:tJ«C 1~8T 

25 /l^dr/P flR77l"¥/W** ^n^^HC-^ OR 9 \ SR 9A , NR lflA R 11A , = 
fn, J N COR 1 2A /5^ f>1^5 1 ~ 5 i©S(C «t oTf H^tlT t <t 
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R 8A « 

1) tIc*®^ 

2) OR 9 \ 

3) NR 10A R U \ 

4) ^uPlsMfrs OR 9 \ SR S \ NR 10A R 11A N = %/f / > CO 
R 12 \ :7^~/K C 1 ~ 8 TjVZc/V (RTVU^/Hiu '^W^M^ OR 9 
\ SR 9 \ NR 10A R U \ = hn, ^T/*3j;t>'COR 12A fcj;t)«7x = 

/i^feiSkf^S i~5^(DS^<to-cgm^tbTt5<J;v\ ) „ 3~ioM^ 

mm^-fttimmm otsntft. ^h^xjbc^ or 9 \ sr 9a , nr ioa r u 

\ ^7y, COR 12A N C 1 ~ 8 T/I/^fc J:tJ«7 x^/V^ fciff 

5) AP^ylf, OR 9 \ SR 9 \ NR 10A R UA % =fn, ^7V* CO 
R 12A , 3~10M©^S*fcttMi (SEStWu /Nn^ygf, OR 9 \ 
SR 9 \ NR 10A R 11A > -hn, ^77, COR 12A *3<tU«C 1 ~8 T/V* 
/V (^T/I^/Wi. AD^yj|^ OR 9 \ SR 9A N NR 10A R UA , =hn N 
v'T/, C O R 1 2A *5 j; x fel^S l~5f ©StioTfi^ 

U 

R 9 A «7K*M^s C 1 ~ 8 T/^/V^ fcteC 2 ~ 8 Ti'/t-' (^T/l"3VK}3 £ 
t^T/l^a =3p S^fa % C 1 ~ 8 T/l^=t dr^/ N C 1 ~ 8 T^l^/l^;*-* fit 3 ~ 1 

R 10A *3J:tFR 11A ^tt^^LT, fcmm^ Cl~8 7;^ffctt 
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-7 x.~/u&mt>i^ 

m A *5iTJ«n A {«^L^aACbT, 0 £fcte 1 ~ 5 <Dmm&mt>~r ; 

(1) 5- (4-^nn7x=;P) —1- (3-^DP^yi?/i/) — 1 H- 1 , 
2, 3, 4 —"T Y 7 y^-/K 

(2) 5- (4-^nn7i=/V) —1- ( 3 - MJ 7;^a ^ f 
-1H-1, 2, 3, 4-<r 

10 (3) 5- (3-^op7x^) - 1 - {Z-fvixi^^iJM -1H-1, 
2, 3, 4-rh7 , /-/K 

(4) 5- (3-^oc7x=/t/) —1— (3 — h V 7/Vtn^fMy^/V) 
-1H-1, 2, 3, 4-ff7^/K 

(5) 5- (3-h]J7;l'ta^f;U7 3 :-/H -1- (3 un^^V/V) 
15 -1H— 1, 2, 3, 4 —J- h 7 /-/K 

(6) 5— (3, 5 -v 5 ^ n X2-?^~;V) — 1 — — 1 H 

-1, 2, 3, 4-^ h 7 y-^, 

(7) 5- ( 3 - h !J 7;^n ^ ^/k7x=;l/) —1- (3— h]J7/^n^f- 
/W<^vW-) -1H-1, 2, 3, 4-rh7y*^ 

20 (8) 5 - ( 3 , 5 -v 5 ^ ta a 7 cc^/U) — 1 — ( 3 - M7 ITVl^P * J-zV^ls 
i?M -1H-1, 2, 3, 4-7=- h vV— /K 

(9) 5- (4-7a ; t7i=^) -l-^i?/l/-lH-l, 2, 3, 4 -7^ 

(10) 5- (4-t°y^) —1- (2, 5-^f;w-4-tKn^y 

25 - 1 H- 1 , 2, 3, 4— T 5, h 7 

(11) 5- (4-^o^e^^c^/l/) —l - (2, 4-1: Kndf 

371 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



f^lsitM - 1 H— 1 , 2 , 3 , 4-fh7 y—jV 

(12) 5 — ~7 zsl^jV— 1 — (5 — ifr;V%}V— 2 - fc Kn3r-^— 3 — 7< h^r^-^ 

-1H-1, 2, 3, 4 -Th7 s /-/K 

(13) 5- (3, 4-v 5 ^ h^rv^^-zl^) -1- (5-JfcA^yO — 2-fcK 

3-p« h*t'S"<>'i?A') -1H-1, 2, 3, 4-fh7/-;K 

(14) 5- - l - (3, 5-^^^71—4 -fc Kodf- 
v^^SM") — 1 H— 1 , 2, 3, 4-T K7)/-/K 

(15) 5- ( 4 - fc° U -1- (3, 5 -S^^TU— 4- fc Ko^y 

-1H-1, 2, 3, 4 — 7 s - h V 

(16) 5 — %/# a -^df- v'/U— l — a ^=3f vv^y. ^/i^— 1 H — 1 , 2 , 3 , 

4 —y- h v 

(17) 5- (4-^hn^^) - 1 -7^=71^- 1 H- 1 , 2, 3, 4- 

(18) 5- (4-7^y-<yv ? M -l-7x=/U-lH-l, 2, 3, 4- 

(19) 5 - ( 4 - ^ ^Vl'T ^ J 77 /U^~/^T 5 y 'O' - 1 -7i ^/k 
-1H-1, 2, 3, 4 —t 1 h 9 y* 1 -^ 

(20) 5— [2- (4 — 7< ^;V7 a^^fV) 7 zc~}V\ - 1 - (4-=ha^y 

— 1 H— 1 , 2 , 3 , 4 — t V=7 JK 

(21) 5-7cn=/k-l— (4— ^^VW^SW -1H-1, 2, 3, 4- 

7 f7 y — 

(22) 5 — [4- (4-^oa7x=;i/t Kn^f;u) ^^-/u] — i — 
U-^/I^n^i/vW -1H— 1, 2, 3, 4-ff7y* k -/K 

(23) 5 — [4- (4— ^PP^l'jAfAO :7*=/l/] —1- (4— 
^Vv'/l') - 1 H- 1 , 2, 3, 4 --7- b 7 V— /K 

(24) 1 — <Vi>/^-5— (5-=hq77y-2->f/W) — 1 H- 1 , 2, 
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3, 4 — Thvy~- /K 

(25) 1 —^<l/i?;V— 5 — [2— (4— *7v*e*^A'7 3i~A') ^^^/U] — 
1H-1, 2, 3, 4-rh7/ < -/K 

(26) -1- (3, 5-^f^-4-tKn^y^) -5- (4-tf 
5 Vi?M 1H-1, 2, 3, 4 —"9 s " h 7 / 

(27) 1- (3, 5 - v?^ f /t'- 4 - h Fc ^r^y v^/U) -5- (4-~h 
n^^^/l^) -1H-1, 2, 3, 4-fh7> /, -/K 

(28) 5- (4-^nD7x^) -1- (3, 5-^^^-4-1: Fa^f 
S^i^AO -1H-1, 2, 3, 4 — T V 7 7*— /K 

10 (29) 1— ^Vv^— 5— (4-^f/l'7x=;l') -1H-1, 2, 3, 4 — 

t^7 /k 

(30) 1 — ^Vv^— 5 — (4-7/^P7j=/V) -1H-1, 2, 3, 4 

— T h 7 ^-/K 

(31) 1— ^Vv^— 5— (4— h*iy7^~M — 1H— 1, 2, 3, 4 

15 -T F7 7*^/K 

(32) 1 -^yi?^- 5 - (2— b^rv- 7^-/1-) - 1 H- 1 , 2, 3, 4 

— •7" F7 x /^/K 

(33) 1 — ^^vvl'— 5 — (4 — <fi?A'Xr*!-i<'* =f-;V~7 a^~)V) — l H— 1 , 

2 , 3,4 — r h 7 y — /K 
20 (34) 1 — 5 - (2— (4-;*<7Vl'7cn=/l') 7^^/U) -1H — 

1 , 2 , 3 , 4 -7" b 7 y*— /K 

(35) 5- (2-^PP7sx;V) -1- ( 4 - ^ b S"< ^ $W - 1 H — 
1 , 2 , 3 , 4 -7=- b 7 y*— /K 

(36) 1 -^yi?^- 5 - (2— ^nn7=c=/l') — 1H— 1, 2, 3, 4 — 

25 7h7 7*— /K 

(37) 1- (3, 5 -^^ f ^~ 4 - 1 Kp ^E-^y^) — 5— 7cn~/l'— 1 

t 
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H— 1, 2, 3, 4-rh7^K 

(38) 1- (4—'7u*&0'i?rt -5 - ( 3 —ZsTS 7^~/V>) - 1 H- 1 , 

2, 3, 4 —T h 7 /-/K 

(39) 5- (3-i/T/7^~M — 1- [4- ( 2 - h ]) * ^7 
5 au~jV) ^<Zs*?jU] -1H-1, 2, 3, 4 — ' 7=- b 7 *S~- /K 

(40) 5— (5 -^n^-^^^- 2 --T/l^) -1- (4-p« h drv^^v^U) 

— 1H-1, 2, 3, 4 —T Y^-J—JV N 

(41) 5— 2— -1- (4-7« h 

— 1H— 1, 2, 3, 4-7f7 ^ — /K 

10 (42) 5— (6 -a— Ktfy 2 — f/V) -1- (4— ;* h^S^i^/V) 

— 1 H- 1 , 2, 3, 4-f b7^K 

(43) 5— (3 h^r^^7^7j?^/^^/^ d r> / - 5 — 3— K7x=/U) — 
1- (4— 7< h^f^^/V) -1H-1, 2, 3, 4— ^b^y— /K 

(44) 5— (3_3^-K-2— ^ yT7°u fcV^^i^a^/l') —1— (4-> 

15 b^f^^/l") -1H— 1, 2, 3, 4-Th7/^K 

(45) 5— (4—7^71^^/1/7^^/1/) —1— (3 h^i^/I/tf^/W^v* 

/!/) — 1H— 1, 2, 3, 4— 7b7^/K 

(46) 5 - (2 -T5 / 7 ^=/V) — 1 — <y^;V- 1H— 1, 2, 3, 4 - 

r f7 y~-/K 

20 (47) 5 — ( 2 — T^fe^/l/T ^ 7 7x^/1/) — 1 -^i/vvl/— 1 H— 1 , 2 , 

3, 4-rh7/^-/K 

(48) 5-7i=/V-l-^^-lH-l, 2, 3, 4-r b7^/K 

(49) 5 —s<l/-J;V— 1 - ( 4 - /M7 ^ b 7 ^ c^/p) - 1 H — 1 , 2, 3, 

4 — ^ h 7 ^"-/K 

25 (50) 5 — <^i?/U- 1 -7cr:^/l/— 1H- 1, 2, 3, 4— 7h7/- /K 
(51) 5 -^O-^/k- 1 - ( 3 , 5 - *f-)V- 4-K Fo dp v"<^/U0 - 
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1H-1, 2, 3, 4-f h7^, 

(52) 1 -^<^i?/U- 5 -s<l/l?/V- 1H-1, 2 , 3, 4-fb7 5^— /K 

(53) 5 -^^^71— 1- [2- (2-t'y^/U) ^/l/] -1H-1, 2, 
3, 4 — -r h 9 i/-— /K 

5 (54) 5- (2, 4-^ h^^-5-xf;l/7x^f/W) — 1 -^l^^jV- 
1H-1, 2, 3, /K 

(55) 5 - ( 2 , 4 h i/- 5 -1^7*^^) - 1 -^^^/P- 
1H-1, 2, 3, 4-^h^y— 

(56) 5- (2, 4-v^n h^i/- 5 -xf;P7i^f^) — 1 -^cr.^^vl' 
10 -1H-1, 2, 3, 4-rf7 

(57) 5- (2, 4 - v 5 ^ b ^- 5 -xf;l/7 x^f ;P) - 
-1H— 1, 2, 3, 4— f h 7 

(58) 5 — ^^vVl/— 1 -N, N- -5M y tVl^T 5 7 ^/l^—yW^i^/k— 
1H-1, 2, 3, 4-7 i h^^— /K 

15 (59) 5— [4— (4 - 3 - fc Kn 2 - 7n tVU7x^t 

dr>» 7 ^ -1- -1H-1, 2, 3, 4- 

(60) 5 -^O-^/l— 1 - (4 -7 5 y - 2 , 5 -v^ h^rf :7cn~/W) -1 
H— 1, 2, 3, 4-fF7/^K 
20 (61) 5 - ( 2 -T 5 / - 1 — <^i?/U- 1H-1, 2, 3, 4 - 

(62) 5 - ( 4 — t - •?*f-jyy% /U7$~/u3-3ciy~7 ^ — 1 — (4-7 5 / 
^/WO^/l") -1H-1, 2, 3, 4-Th7^K 

(63) 5 - (4 - t -^?-/U*r/U7$~ ^.^/V) - 1 — (4 — f 
25 n tV^>-^/^) -1H-1, 2, 3, 4 — r h 7 V^—As^ 

(64) 5 - ( 4 - t - -f=f-JV-% /Utf~sujr*c iyyaL z=./U) - 1 — ( 4 — ^- 
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AST ^ S-^f&A') - 1 H— 1 , 2, 3, 4-rh7^/K 
(65) 5— (4- t —-7 s ?-;V%A'i$=^7\'$-3c*/7a^—j\') -1- (4-N-t 
h ^f^/V^-N-^ f MV^) — 1H-1, 2, 3, 4— 7 s - 

h 7 y —/k 

5 (66) 5 — ( 1 - 1 Kd ^ n^y^/l-) - 1 — ^^v 5 /^- 1 H- 1 , 2 , 

3, 4 — ^ f> 7 y — A\ 

(67) 5— ( 1 -1- (2— ^^Jfl^S^cfc^AO -1H 
-1, 2, 3, 4-fh7^/K 

(68) 5— (4— 2— AS) —1— (4-^ h^v' 
10 ^ y Si?M — 1 H— 1 , 2 , 3 , 4 — r b 7 y— /K 

(69) 5 — (2-7U/1') — 1 — <>iS;U— 1 H— 1 , 2 , 3 , 4 h ^ y 

(70) 5- [2- (5-~bn) -1-^V-lH-l, 2, 3, 
4— T" h 7 y"wK 

15 (71) 5 — [ 4 — ;* h ^^/M?—^- 3 - ( 2 — ^ ^vl-:7 ^^vVu] 
- 1 — ^i^/U— 1H— 1, 2, 3, 4-fh7 y-vK 

(72) 5 — [4 — TJA-tf^f- 3 - ( 2 -;(^7x^) ^i/vM/] — 1 — 

2, 3, 4-fh7/-/K 

(73) 5 —f-^-S — 1 — ^IsV'JV- 1H— 1, 2, 3, 4 — rb7 y— /K ) 

^<D^ffl 1 1 (DVc&m 

(fcfcU J^T^(l)~(65)^^-f^#;f^< ; 
25 (1) 5— (4-^DP7i-;V) —1— (3 — ^ a n^l^J/V) — 1 H— 1 , 
2, 3, 4-^h^y— /K 
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(2) 5- (4-^op7i^) -1— (3 - hi) ^/l^n^^vW^iM') 
-1H-1, 2, 3, 4-Th7^/K 

(3) 5 — 7x=/V) - 1 — ( 3 — 9 n w<^*?/U) — 1 H— 1 , 
2,3,4 — 7 1 h V V— /K 

5 (4) 5— (3-^PP7x^) —1— (3 — MJ 7^B^f^^) 
-1H— 1, 2, 3, 4— ff7^ /K 

(5) 5— (3 — hV yj^xi^'f'jvya^^/^) — 1 — (3-^nP'<y^;i') 
-1H— 1, 2, 3, 4-fh7 > /->'K 

(6) 5— (3, 5-^an7i^) —1- (3— ^UU^^/U) — 1H 
10 -1, 2, 3, 4-ff7/-/K 

(7) 5 — ( 3 — hV yjV^rxi * — 1 — ( 3 — h V ^/l^n * f- 

A**>lsi?M — 1 H— 1 , 2 , 3 , 4 —T V =7 /K 

(8) 5 — ( 3 , 5 — i?? n n y *.=^;v) — l — ( 3 — h V y;v$ru * 'f-jv^is 

— 1H— 1, 2, 3, 4-fh7^K 

15 (9) 5— (4 — Zfxi*:? a^~)V) -1-^7;V-1H-1, 2, 3, 4 — 7" 

(10) 5 - (4 - try SMO - 1 - ( 2 , 5 f-JV- 4-kKn ^ 

— 1H-1, 2, 3, 4-fh7 x /-/K 

(11) 5— (4-^a^E-^^^/W) -1— (2, 5-^f^-4-t Kn^ 
20 v^V^W — 1H-1, 2, 3, 4 — 7"- Yy^/—>V 

(12) 5—7^^/1^-1— (S-^?^- 2- t KndriX- 3— ^ h^V^ 

— 1H-1, 2, 3, 4 h yyf'—A'^ 

(13) 5— (3, 4-v>^ h^r^7*=/^) —1— ( 5 -^/^^/^- 2 — fc K 
n^^x— 3-^ h^^^O-^71^) -1H-1, 2, 3 , 4 ht7>^— /K 

25 (14) 5— (4-7^a*7x^) -1— (3, 5-^f^-4-t Kn^f- 
<^vVw) ~ l H- 1, 2, 3, 4-fb7 y*— /K 
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(15) 5- (4-fc°U^/W) -1- (3, 5-^f;l/-4-fc Ko^r^y 
i?M -1H-1, 2, 3, 4— Tb^y— /K 

(16) 5— u^^is/u— l— is? V2^3ci//U*^/U— 1H-1, 2, 3, 
4— r h 7 ^"-M 

5 (17) 5— (4-=hn^/U) -l-7x=;V-lH-l, 2, 3, 4 — 

f f7 y— /k 

(18) 5- (4-7^/^^) -1-7^-lH-l, 2, 3, 4- 

ff7 y— /k 

(19) 5- (4 - v?^ f ;i^7 ^ / *;^^7 5 y ^yv 5 ^) -1-7^— ;v 

10 -1H— 1, 2, 3, 4-fh7/-/K 

(20) 5— [2— (4— **?-;vy^~;V) ~7 -1- (4-^bn^ 

v 5 ^) -1H— 1, 2, 3, 4-7f7 /K 

(21) 5-7cnc=/U— 1— (4-7^/WO-vW -1H-1, 2, 3, 4 — 
f 7 y— /K 

15 (22) 5— [4— (4-^on7i^tFn^f;V) ^^—/K] — 1 — 
(4-7/^n^<>'^^) -1H-1, 2, 3, 4-f h7/-/K 

(23) 5— [4— (4-^00^^^) 7x^;V] —1— (4 — :7/M"n 
s<Z/*?/V) — 1H— 1, 2, 3, 4— T-b^y— /K 

(24) 1 — <lsl?;V— 5 — [2- (4-7*n*yf;l/7x^) 7 *.~;V\ — 
20 1H— 1, 2, 3, 4— ^h^y— /K 

(25) 1- (3, 5-^^-4-1; Kn^y^) -5- (4-~h 
n^cn— /V) — 1H-1, 2, 3, 4-ff7 , /'-;K 

(26) 5- (4-7 0 0 7x^;v) -1— (3, 5-^^-4-1: Fa^r 
*S*<Vi?M — 1 H— 1 , 2 , 3 , 4 — h 7 y—/K 

25 (27) 1 — <^v ? 7l^-5- (4-^^-^731^/1^) - 1 H- 1 , 2, 3, 4- 
fh7 y— /K 
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(28) 1 ^^^-5- (4-7;vtB7x^) - 1 H- 1 , 2, 3, 4 

(29) 1 ^v?/U-5- Y^is-f^/V) -1H-1, 2, 3, 4 

(30) 1 «^^-5- (2-7* r^S^awU) — 1 H— 1 , 2, 3, 4 

(31) 1 ^l?/U-5- (4-^y^t^^^^7x=;V) -1H-1, 

2, 3, 4—T h 7 ^-/K 

(32) 1 <^vVu-5- (2- (4-^^/1^ 7 7a^~/U) - 1 H- 

1, 2, 3, 4 — 7 h7^-;K 

(33) 5- (2-^nn7x^) -1- ( 4 - ^ h ^ v'-O'^/P) -1H- 

1, 2, 3, 4-7 i h^>/— 7K 

(34) 1 ^v^_5_ (2-^ P p7x^) -1H-1, 2, 3, 4- 

(35) 1 - ( 3 , 5 4 - fc K n ^r^^^^/U) - 5 - :7 n^/W- 1 
H-l, 2, 3, 4-rh7/-;K 

(36) 1- (4-r/n^E-^S^) -5- ( 3 - isT S 7 =/!✓) - 1 H- 1 , 

2, 3, 4-^h^y— /K 

(37) 5- (3 -isTS7^~;U) -1- [4- ( 2 - MJ 
a^z^/V) ^<^Z?/V] -1H-1, 2, 3, 4 -f f 7 

(38) 5- (3 — ai hdrv'^^^/^^/U-^-dr^- 5 -3— K7x=/P) — 
1- (4-^h^^^/i.) -iH-l, 2, 3, 4-7"b^y-/K 

(39) 5- (3-3— K-2--ry^n t:V^dr^^cc^/U) -1- (4-^? 
h >*J;V) -1H-1, 2, 3, 4-^h^y-/K 

(40) 5- -1- (3 h^^/ixT}?^/^^^ 
AO -1H-1, 2, 3, 4-f h7^/- /K 
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(41) 5- (2-7^/7x^/1/) - 1 -^y^/k- 1 H- 1 , 2, 3, 4- 

(42) 5- (2-7tW>;;7x=/U) - 1 — Oi/SU- 1 H- 1 , 2, 
3 , 4 — 7 s - h =7 /K 

(43) 5-7i^-l ^/V-lH-1, 2, 3, 4 —*r h 7 /-/K 

(44) 5 (4-^/P*7'b7x=/I/) -1H-1, 2, 3, 

4— 5r h 7 /^/K 

(45) 5 -^y^/U- 1 - 7x=/U- 1 H- 1 , 2, 3, 4-7" hv^s^ 

(46) 5 — ' < 1 - ( 3 , 5 f-jV- 4-tKP *c->"Oi?/U) - 
1H-1, 2, 3, 4-ff7/^ v 

(47) 1-^^/1—5 ^-1H-1, 2, 3, 4-Th7/-/K 

(48) 5-7^=71^-1- [2- (2-fcrUiW =7^] -1H-1, 2, 
3, 4-fh7y" t -/K 

(49) 5- (2, 4-^ h=3riX-5-xf;U7x^^) - 1 -^7^- 
1H-1, 2, 3, 4-fh7y^/K 

(50) 5 - ( 2 , 4 - hdrv'- 5 - ^7VK7 cn^ tVI^) - 1 — ^O'i^/U- 
1H-1, 2, 3, 4-fh7/-/l', 

(51) 5- (2, 4 - i?x | ^ V- 5 -xf ^7 x^f ^) - 1 - 7 i£ tVU 
-1H-1, 2, 3, 4-fh7^/K 

(52) 5- (2, A-V>* h*r^- S-^;V~7^^-;V) - 1 — 7x^^/1/ 
-1H-1, 2, 3, 4 —7 s - h 7 T* 1 -^ 

(53) 5 Si^/U- 1 -N, N — i?<4 yy^U \£;VT % J *A>tf—A~<>'i?A'- 

1H-1, 2, 3, 4-rb7y^/K 

(54) 5— [4— ( 4 - 7 1 f/l^- 3 - t Kn ^ 2 - 7°n If ;l/7 x x;l^t 
3riX) 7 zc =/U] -i- ( 4 - i/T / ^/U) -1H-1, 2, 3, 4- 
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(55) 5 Zlsif/U- 1 - (4-757-2, 5 - v>7< h z^-)V) -1 

H-l, 2, 3, 4-T h /K 

(56) 5- (2-7 5/7x^1/) - 1 -^O^A— 1H- 1 , 2, 3, 4- 

(57) 5 - ( 4 — t - -ff-fV-fj fr-m—jVOr^^-y — 1— (4-75/ 
* TTW^SW - 1 H- 1 , 2, 3, 4-7" h 7 

(58) 5- (4— t — •^^■JV^jva^z^jV^r^r^y z^^jv) — 1 — (4-^y7° 
n tV^yW -1H-1, 2, 3, 4-f b7y-/K 

(59) 5 - ( 4 — t - •fj-tv-ft /Vt^^/V*^*/? — 1 — ( 4 - ^ 
^7^^i?^) -1H-1, 2, 3, 4-rh77 i -;K 

(60) 5- (4 - t - -f^JVUjV^—jVjf^y^^^jV) —1— (4-N-t 
— :/ h^->-;27/i^=/i'— N— ^ — 1H— 1, 2, 3, A—^r 

h 7 y — /K 

(61) 5- (1 — fc Ko#'Wn^7*^) -1-^/lz-lH-l, 2, 
3, 4 — h 7 y*"-/K 

(62) 5- (1 —T7 7- As -1- (2-^7/^#^v'7^^7^) -ih 
-1, 2, 3, 4— TY^V— /K 

(63) 5- (4— #71^3^— 2— 7 h^rv^cE—zk) —1— (4-7 
'^vW -1H-1, 2, 3, 4-fh77*WK 

(64) 5- [4— 7 b^riy^/U^=i/U—3- (2-^f;l/7x=;l/) /<y^] 
-l-^/V-lH-l, 2, 3, 4-fh7^K 

(65) 5- [4— #/t^=Srv-— 3 — (2-7^/^:7^—/^) ^^v^] - 1 — 

1H-1, 2, 3, 4-7h7 ) * fefi-eo^tt^ 

1 3. — flgJS (I-aO frC&V^ Afj3j;tJ?BS©5^ 3#&*8in**> !K 
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(1) 1 — <^/U-5- (5--hn77^-2-f;U) - 1 H- 1 , 2, 3, 

(2) - 1 - (3, 5-^f/V-4-tKD^y^) -5- (4-t°y 
5 5?M 1H— 1, 2, 3, 4-fh7y-/K 

(3) 5- (5-^n^-^7^-2->T/^) -1- (4—* h*f"S"<>'i?M - 
1H-1, 2, 3, 4— f h?/^, 

(4) 5- (6 -^n^E-tfP ^-2-^/^) -1- (4-^ 
-1H-1, 2, 3, 4-f h7/-/K 

io (5) 5- (6-a— Ktry e?v-2— t^) -i- (4-^ h^v^o-v^o 

-1H-1, 2, 3, 4-fh7/^K 

(6) 5- (2-7!)^) 2, 3, 4 —X h7^ 

(7) 5- [2- (5-=hn) -1 — <y^-lH-l, 2, 3, 
15 4-rh7VwK 

(8) 5-fxy-l-^y^-lH-l, 2, 3, 4— -^h^y— ) 

15. (l) l— —5— (2 — ^ b^v'^^^yk) - 

1H-1, 2, 3, 4-ff7^/K 

(2) 1- (3-* V^-^yO-iSM -5-7x^-lH-l, 2, 3, 4- 
25 rb7 

(3) 1- (2, - 5 -~7^~jV- 1 H- 1 , 2, 3, 
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(4) 1 -^^v'/t'— 5 - ( 2 - MJ p< ^z^jV) — l H- 1 , 2 , 
3, 4 — ^ h 7 /-;K 

(5) 5— (2-^np7x^;V) -1- (2, — 1H 
5 -1, 2, 3, 4— ^h^y— /K 

(6) 1— (4— t^/W^S^) -5- (2— MJ 7;vto^f;i'7 I =^) 
-1H-1, 2, 3, 4-f h7^;K 

(7) 1— (2-^t3P^<:/v7k) -5— ^o^/U— 1H-1, 2, 3, 4—T 

10 (8) 1— (2-^nn-6-7;vtn^/l/) —5— (2-MJ7;i/tn^ 
^/l^cn^/U) — 1H— 1, 2, 3, 4-fh7 > /-/K 

(9) 1— —5- (3 h^-^^cn — AO -1H— 1, 
2, 3, A— i rb = 7?7—7V^ 

(10) 1— (2-^ n n^>-^/U) -5- ( 4 — ^ b ^r^yy =^=^)V) - 1 H — 
15 1, 2, 3, 4-fh7^/K 

(11) 1- (2-7< h^rv^^/lO -5-7x=;U-lH-l, 2, 3, 4 
—X h 7 /-/K 

(12) 1- (4~* b*i>"<^i?M — 5 1 H— 1 , 2, 3, 4 

— ^ h 7 /K 

20 (13) 1— (2 — ^ u w<ls*?A') -5- (4-^f/l/7 5/7x^) — 
1H-1, 2, 3, 4-ff7^K 

(14) 1— (2-^ a n^<^v?/U) -5- (3-^W5/7i^) — 
1H-1, 2, 3, 4— f >7/- /K 

(15) 1 — (2 -i7 a n^^A) - 5 - ( 2 ^"AT 5 / 7i^;U) - 
25 1H-1, 2, 3, 4-fh7/-/K 

(16) 5— (2-^ an 7 ^z^/U) -1- ( 2 ?-;\"<l/*?;V) -1H-1, 
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2, 3, 4-rh7 , / > -/K 

(17) 5— (2 n u 7a^~M -1— (2, 6 — i?7 ;v%-w<Z/i?;V) — 
1H-1, 2, 3, 4-fh7y-/K 

(18) 1— (S-^W^/^^) -5-7x^;U-lH-l, 2, 

5 3, 4— ^h^y^-zK 

(19) 1— (2-^Bn-6-7;^a^/l') —5— (2— tJ-jV?^^- 

)V) -1H— 1, 2, 3, 4-fh7^/K 

(20) 1— (2-^nn-6 - 7^0^^^) —5— (2-^nn7x- 
/l') -1H— 1, 2, 3, 4-f h7 

10 (21) 1— (2-^nn-6-7/^o^;l') —5— (2— ^ f^7i 

-1H-1, 2, 3, 4-7" b -7 /K 

(22) 5 — ( 2 - ^ n a ^^^^) - 1 — ( 3 , 4 — a u^<^Z?/U) — 1 
H-l, 2, 3, 4— 7" h 7 /--'K 

(23) 5— (2-^ xiuy^—tV) -1- (4-MJ7^to^fM^) 
15 -1H— 1, 2, 3, 4-fh77*- /K 

(24) 1— (2-^PP-6-7/Vtn^^) —5— [2— (4— ;>< h =*r 
^/^^^/V^-^iX^T^/V) 7^-^/^] — 1H-1, 2, 3, 4-7f7^ 

(25) 5 — (2 — ^l/it/V^T^lsy zz^/U) — 1 — (2-^nn-6- :7/i^- 
20 P-^^i^/V) - 1 H- 1 , 2 , 3 , 4 — T h 9 V—JV^ 

(26) 1— (2-^na-6- ^/l^P^^^/V) — 5 — ( 2 , 3 — I?? P p 
7 3^/1/) — 1H— 1, 2, 3, 4-fh7 7"-;K 

(27) l— (4— yjvjru^sitjv) -5— (4— 7;WtP7x^) -1H 

-1, 2, 3, 4— 7 h 7/^ JK 
25 (28) 5 — ( 2 , 6 — u P :7 ^ ^/l/) — 1 — (4 -7;^o^^v J /V') — 

1H-1, 2, 3, 4 —7" f 7 ^^/K 
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(29) 5- (2, 5-^oo7i-/>) -l- (A-y/u^rvi^y^/u) - 

1H-1, 2, 3, 4-Th7^K 

( 30 ) 5 _ n-4-7^^-n^^^/v) —1— (4 — 

v 5 /^) -1H-1, 2, 3, 4-ff7^WK 
5 (3i) 5- (2, 3-^no7x^/V) - l - ^ n^s/^ 1 H 

-1, 2, 3, 4-rh7y-/K 

(32) 5- (2, 3-^BP7i^) -1- (4-7;V^-n^yv > /l') - 
1H-1, 2, 3, 4-fb7/ fc -/l'> 

(33) 1— (2— ^nci — 6 — i?M — 5 — n s^*c*/jv— l 
10 H-l, 2, 3, 4-7 ; h7 , /-/K 

(34) 1- (2-^nn-6-7/^n^<^v ? /^) -5- (1-^7^) - 

1H— 1, 2, 3, 4-f h7^K 

(35) 1 — <l/i?As— 5- (2, 5-^PP7*^) - 1 H— 1, 2, 3, 

4— r h7 7*-/K 
15 (36) 1- (2-7DO-6 - 7/l^tn ^<y ^ —5— (2, 

7^=71^) — 1H— 1, 2, 3, 4-fb7 7'^K 

(37) 1- (2-^bp-6-7*;*W^) -5- (2, 3-i?^n 
n7i^V) -1H-1, 2, 3, 4-Th7^K 

(38) 1- (2-^t3P-6-^/^0^<^^/k) -5- - 

20 1 H-l, 2, 3, 4-fb7/-/K 

(39) 5- (2, 4-^d0 7x^) —1- (4 -^/l^-n^^vW — 

1H— 1, 2, 3, 4-fb7^/K 

(40) 5- (2-7nP-4-=bn7i^>) -1- (4 -7^*ti^yi? 
^) - 1 H— 1 , 2, 3, 4— As> 

25 (41) 5- (4-v'7/7x^) -1~ (4 -Z7/U&V'<>'i?/l') - 1 H- 

1, 2, 3, 4 —v 1 - h 7 
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(42) 1- (4--7/U^-u^i^^jU) -5- (4-*^/U~7x.~/U) - 1 H- 

1, 2, 3, 4-fh7y-;K 

(43) 5- (2, 5-^nn7x^;l/) -1- (4 - :7Vl^~n - 2 — hp 37 
/utn^f/Ky^) -1H-1, 2, 3, 4— rb?y— /K 

(44) 5- (2, 3-^pn7i^;H -1- (4 - 2 - MJ 7 
A'tf-apt'fyw^s^) -1H-1, 2, 3, 4-fh7^K 

(45) 1- (2—?vx2-4-7;V$-X3^^*J/}/) -5- (2, 

-1H-1, 2, 3, 4-"X h^y— 

(46) 1— (2-^nn-4- ^/l^n^V^/lO — 5— (2, 

-1H-1, 2, 3, 4 - ^ b ^ /K 

(47) 5- (2, 5-^DP7x=;P) -1— (2, 5-^^/^n^<^^ 
A") -1H-1, 2, 3, 4— T^h^y— /K 

(48) 5- (2— ^un^^^/l^) — 1 — (2, 5 - o n^^-^/i^) - l 
H-l, 2, 3, 4-rh7^/K 

(49) 5- (2-i?nn7x=/l/) —1— (2, 5 — i?'7Atfrw<tsi?A') — 
1H-1, 2, 3, 4-fh7^;K 

(50) 1- (2— iJrno — 4-7/^n^^^/^) -5- (2-MJ7;l'to 
^^-y^;c=/P) -1H-1, 2, 3, 4-ff7^-;K 

(51) 1— (4— 37/1^*3-2- h y ^/i^n^^vw^s^) —5— (5 — 
7^tn - 2 - 7/^ti ^ f ;>7 x=;u) -1H-1, 2, 3, 4 — 7=- 
h 7 ^ — /K 

(52) 1- (2-^nn-4-7/^P^yv ! ;l') -5- (5— 7/Usfxn-2 
-by7/^n^f;U7x=;V) - 1 H— 1 , 2, 3, 4-rb7/-;K 

(53) 1- (2, 4—*?.?uw<lsi?M -5- (2, 3-^pb7i^) 
-1H-1, 2, 3, 4-7b7/-/K 

(54) 1- (2, S-^Bn^/l') -5- (2, 3-$^oa:7*c=A0- 
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-1H-1, 2, 3, 4-Tb7/~;K 

(55) 5- (2, 3-^na7x=;H -1- ( 2 -7*/ **y<Zs*JA') 
- 1 H— 1 , 2 , 3 , 4 —*T V 9 /K 

(56) x _ (2-/<yv?/^^y^) -5 - (2, 3-^po7x = 

5 A") — 1H-1, 2, 3, 4-Tf7 N /^/K 

( 57 ) x _ ( 2 -^y^/V^v^- 5 - ^ P D^^^) -5- (2, 3— 5? 

^ an7x^/V) — 1H-1, 2, 3, 4-f h7^/K 

(58) 1- (5-^pp-2-^^^) -5- (2, 
7x=^) -1H-1, 2, 3, 4-fb7^-/K 

10 (59) x _ ( 5 -^t3p-2-> fy7*P If -5- (2, 3 

-^^an^^c^/U) -1H-1, 2, 3, 4-rh7 , /-/K 

(60) 1- ( 5 - ^ a p - 2 b W^^y^) - 
5- (2, 3-^PP7x^) -1H-1, 2, 3, 4-X h 7 /^^K 

(61) x _ ( 2 , 3-^na^:/vW -5- (2, 3-^PP7x^V) 

15 -1H— 1, 2, 3, 4-fb7 s /->'K 

(62) 5- (2, - I" (2, 3-^PP7x^) 
-1H-1, 2, 3, 4-7b7/^K 

(63) 1- ( 2 — ^V^yW^^/t") -5- (2, 3-^PP7x^/V) - 
1H— 1, 2, 3, 4— ^ h^^WK 

20 (64) 1 - (2 , 3-^PP^» -5- (2, 3-^PP^>) 
-1H— 1, 2, 3, 4-ff7/-/K 

(65) 5- (2, 3-^PP^^) "I" (2, 3-^PP7x^) 
-1H— 1, 2, 3, 4-rf7^K 

(66) 5- (2, 3-^PP7x^) -1- 
25 -1H-1, 2, 3, 4-fh7^K 

(67) 5- (2, 3-^PP7x^) -1- (2-7^5=-/^^^) 
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(68) 1- (2-^nn-6-^^^'» -5- (2, 
^cc^/lO -1H— 1, 2, 3, 4-f h7 % /- /K 

(69) 5- (2, 3-^nP7£^;V) —1- [2- (N — N-7 
5 ^/lyr^/) ^^/Kl -1H-1, 2, 3, 4-fh7^-/K 

(70) 1- (2— -5- (2, 3—5? 

— 1H-1, 2, 3, 4-rh7^K 

( 71 ) i — ( 2 — s<iy-J;vjr*c*s- 4 - ^ o n -^^-5?/^) — 5 — ( 2 , 3—5? 

^an^ctc^/W) — 1H-1, 2, 3, 4-fh7 > / w -/K 
10 (72) 1- (^yy^^D^y-S-^f^) -5- (2, 3-^PP7 
j.^/V) -1H-1, 2, 3, 4-7 l b7y* b -/K 

( 73 -) x _ (2— ^<^v f /W^-drv'- 5 — ~ h n^y^) —5— (2, 3— 5? 
s?un-7^~;V) — 1H-1, 2, 3, 4-f>7^/K 
^74) x _ (2— ^l/it/V^^S— 5 — 7 /WT n ^< ;/ 5?/t0 —5- (2, 3 — 
15 ^co7i-/V) — 1H-1, 2, 3, 4-f b7^WK 

(75) x _ ( 2 — ^^^/W^v'- 5 - ;>< ^/W<y5?/1') —5 - (2, 3-5? 

^ p — 1H-1, 2, 3, 4-7h7 x /--'K 

(76) x _ ( 2 — <^^yW^v-5-v ? ^^/^T5;y^:^5?/H -5- (2, 
3 _c?^ na^7^-/w) - 1 H— 1 , 2, 3, 4 — 7 s - f7 , Z- 

20 (77) 1 - (2-^^5?/V^v^-<^5^/W) -5- (2, 3-^PP7i = 
/V) -1H-1, 2, 3, 4 — 7" h 7 y— /K 

(78) 5- (2, 3-^oa7x=^) -1- -1 
H— 1, 2, 3, 4-7 l h7/-/K 

(79) 5- ( 2 -^y^t^y- 5 - ^ o n 7x=/l/) -1- (2, 3—5? 
25 ^ in n7i^/l/) — 1 H- 1 , 2, 3, 4-7h7 7*^K 

(so) l— ( 2 -^y^/^^r-y- 5 - ^ o o^y^) -5- (2, 3-5? 
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^^-/uy^^/U) - 1 H~ 1 , 2, 3, 4 —J- h y 

(81) 5- (2, 3-^DP7x^;l/) -1- (2, 5 - v^t ^vW^SMO 
-1H-1, 2, 3, 4— rby>^-/K 

(82) 1 - ( 2 -^O^l^d^- 5 - ^ n n^^^/u) -5— (2-^nn 

-1H-1, 2, 3, 4-fh7/-/K 

(83) 1- (2 — <y ^t^r^- 5 - ^ n n^y^;l/) -5— (2—^^/1^ 
7zn~/l>) -1H-1, 2, 3, A-T f 7 y^/K 

(84) 1- (2 — -^v^T ^ J^-y^fV) -5- (2, 3-^nn^o.^ 
/>) -1H-1, 2, 3, 4 -t h 7 y^/K 

(85) 5- (2, 3-^PD7x^) -1- (2, 4 SV^^^/U) 
-1H-1, 2, 3, 4— rh^-zK 

(86) 1— ( 2 -^y i?;^^^- 5 - ^ c D^y^/l/) -5— (3-^^/1^ 

-1H-1, 2, 3, 4 -r h 7 /-/K 

(87) 1— (2 — ^nn— 6— 7 xi V )V) —5— (2 — ~ h p7i^ 
-1H-1, 2, 3, 4 - f h 7 /-;K 

(88) 1- (4-7/Ua-u^<^i?jU) -5— (4-=hP7i^) - 1 H — 
1, 2, 3, 4-^h^y— 7K 

(89) 1- (A-y/U&V^^it/U) -5— (2-=h0 7x=/l/) - 1 H- 
1, 2, 3, 4— T^h^y— /K 

(90) 5 - ( 2 — O-^/l/^-^r i/- 3 - * h ^ - 1 - {4-~7jV 
- 2 - h P ^ -1H-1, 2, 3, 4-^h^ 

(91) 5— (2, S-^DD?!^) —1— (2 — 7cr;=/^^^/U) — 
1H-1, 2, 3, 4-7f7^/K 

(92) 5- (2, 4 — na7x=;l/) —1- (2 — 7^/ ^ci^^-^^/U) 
-1H-1, 2, 3, 4-fh7/-/K 
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(93) 5 - ( 2 , 5 — i?9 V n 7 a^~;V) - 1 - (2— 7^; ^S^S^JV) 
-1H-1, 2, 3, 4-f /K 

(94) 5- (2-^po-5-^ h^i/7x=;U) —1— (5-^n 
n- 2-^cn/^i/^^^/^) -1H-1, 2, 3, 4-7 1 b7/'-/K 

5 (95) 1 — ( 2 — "^S^;**^ V'— 5 — 9 P p^^-^yl^) — 5 — 7 a^z=-}V— 1 

H— 1, 2, 3, 4-rh7^;K 

(96) 1 - ( 2 — <lsi?A'St>%' %/— 5 — ^ o n — 5— 
;7^=A-) -1H— 1, 2, 3, 4-ff7 x /-/K 

(97) 1- (5 — ^nn— 2— ^n^^rix/^^/u^-dp^^^^^) — 5 — 
10 (2, 3—i?# na^7^=/^) -1H-1, 2, 3, 4 — 7^ h 7 >^A\ 

(98) 1- [5-^nn-2- (4-t°!J J-jvjsr**/) - 5 

- (2, 3-^cp7x=/V) - 1 H- 1 , 2, 3, 4-r b7^K 

(99) 1- [2— (^^l/^^"=¥-^^— 2 — (V^^/lo*-^^) 

^i^vVl/I - 5— (2, 3 -v^o — 1 H- 1 , 2, 3, 4- 

15 ff7 y^-zK 

(100) 1 — ( 2 — ^^v^/^^-S/— ^^S^) — 5— 

- 3-^f/U7x^;l/) -1H-1, 2, 3, 4-fb77*-/K 

(101) 5— (2, 3-^DD7x=/I/) -1- ( 1 — 7^^-;V^=^)V) -1H 

-1, 2, 3, 4-fi7^;K 
20 (102) 1- (5-? vv-2-7^*^/Utti/'<^x?/U) -5 - (2, 3- 

a n ^ ^ — 1 H — 1 , 2 , 3 , 4 — 7 s " h 7 V^/K 

(103) 1 — ( 2 — v'^ d-^^/M-^^ — 5 — ^ d n^^-^/V) — 5 — ( 2 , 
3-^pp7i^) — 1H— 1, 2, 3, 4-Th7^-;K 

(104) 5- (2-T?y7xs:^)--l- (•2^fl(J-6-7A^tt^y^- 
25 7^) - 1 H- 1 , 2 , 3 , 4 — ^ t> 7 V*— /K 

(105) 1- (2 — <l/i?/U$-i>r*/- 5 -7 * / sO-*?/U) -5- (2, 3-i^ 
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^nP7x^;V) -1H-1, 2, 3, 4-rh7^K 

(106) 1- -5- (2, 3-^nn7i^) -1 
H-l, 2, 3, 4— ^h^y— /K 

(107) 5— (2-tKn^>7x^) —1- (2 — 7 a n — 6 — 
5 l/iP/ls) -1H-1, 2, 3, /K 

(108) 5— (2 — fc Rct^r^y ^vl^^^/u) — l — (2-^nn-6-7/l' 
^-a^O^l^) - i h— 1 , 2 , 3 , 4 h 7 ^—zK 

(109) 1- (5-^nn-2-tKo^y^) —5- (2, 3-v^D 
P7x=/H - 1 H— 1 , 2, 3, 4-fb7^/K 

10 (110) 1— (4-:77l^tt— 2 — h !) 7/^O^f^<yi?;I/) —5 — (2 — 
t h^>7x^;k) -1H-1, 2, 3, 4— f 

(111) 1- (2-^PP-4-t Ko^y*?^) -5- (2, 3-i>^n 
o7x=;V) -1H— 1, 2, 3, 4-rh7y*- /K 
15 (112) 1— (2 — ^Vi^l^^rV— 5 — 7 n n^^vW —5 — (2— 7 n a 
-4-t Kn^^x^) — 1H-1, 2, 3, 4-7h77* t -;K 

(113) 1-7^=71^-5- (2, 6-^ h^7x; =3rV) -1H-1, 2, 
3, 4— fb7y*- /K 

(114) 1-7*=^- 5-7*/^-lH-l, 2, 3, 4-fh 7/-/K 
20 (115) 1- [5-7PO-2- (2, 2 - S?* 5v^- 1 , 3-^77^- 

4 — >f ^Vt^3^) -O^AO - 5- (2, 3 — a a 7 ;c ^/P) - 
1H-1, 2, 3, 4— -r f 7 7"-/K 

(116) l - [5-7nn-2- (4-^ w?y^y^;my) s<^z? 

?V\ - 5- (2, a-^na7s^) -1H-1, 2, 3, 4— f f7 

25 /K 

(117) 1- [5-^PO-2- (2-^/^y y^^/^driX) - 
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5— (2, 3-^PP7i^) — 1H-1, 2, 3, 4-rh7/-/K 

(118) 1— ( 2 -^O'iM^^rv'— —5- (2, 4-v> 
^no7x^/I/) -1H— 1, 2, 3, 4— ^ f 7 /-/K 

(119) 1- [5-^nn — 2- ( 3 — \f V 5vM"3^>0 ^i/v^Kl -5 
5 — (2, 3-^BP7i^) - 1 H— 1 , 2, 3, 4— ^h^>^- /K 

(120) 1- 2- ( 2 — V 'O'&A'] -5 
- (2, 3 — 5?^ P 13 !7 cc :=A0 -1H-1, 2, 3, 4-ff7^K 

(121) 1 — ( 2 — *<l/i?J>V3r^ is— ^i^vW — 5— 
-3-^fn7x^) — 1H— 1, 2, 3, 4-7h7^/K 

10 (122) 1— 5 - ^ P P^y^V) —5— (2, 5— v> 

^aa7i=;V) — 1H— 1, 2, 3, 4-fb7 N /^/K 

(123) 1— ( 2 5 - ^ P P^y^/V) —5— (2, 6 — v> 
^PP7i ^=-M — 1H— 1, 2, 3, 4-rf7/^K 

(124) 1- [5-^PP-2- 3, 4, 5, 6, 7 -^=*r 
15 ft Kn7^tV-3-'f/V') -5- (2, 3-^007* = 

/V) — 1H— 1, 2, 3, A -7- V 7 y— /K 

(125) 1— [5-^pp-2- (N — ^^t°^P v>>-- 2 — ^Vl^^/M-ar 
vO -O^/l/] - 5 - ( 2 , 3 -^^ a n 7 ai^/U) - 1 H- 1 , 2 , 3 , 

4-7f7 , / t "^ 

20 (126) 1 — ( 2 — ^iXvVVor^rv-— 5-^pp -^fS?/!') — 5- (3-^PP 
-2-^f^7x=;l/) — 1H— 1, 2, 3, 4 — x h7"/ — /K 
(127) 1— [5-^PP- 2 - (2— t^/KT^— /U7§ ^^/^^r^^ 
i^/K] -5- (2, 3 — a n^^^/V-) -1H-1, 2, 3, 4 — 7 1 

25 (128) 1 — ( 2 — 0 / v ? /^ d ri>'— 5-^PP *<lsi?A') — 5 — ( 3 — h 
^ b^^— 2— ^^7*= AO — 1H— 1, 2, 3, 4-7h7/'-/K 
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(129) l-[5-^PP-2-(fh7t Kn t°7 ^— 2 — ^VKt^rvO 
—^•y^/Vl -5- (2, 3-^on7x^) -1H-1, 2, 3, 4 
— 7 V 7 V—fV^ 

(130) 1 — ( 2 — ^y^t^^- ^< V^/VO — 5— (4—7 
5 h=3rv-7^^7^) - 1 H— 1 , 2, 3, 4-fh7^K 

(131) 1— ( 2 -^y^Vt^- V- 5 - ^ a a^y^) —5— (4— 
*7^~jV) — 1H— 1, 2, 3, 4-7h7y >, -;K 

(132) 5- (2, 3— i^^nn^^=./l^) 1- ( 2 -7 ^^/l^^riX^^v* 
AO -1H-1, 2, 3, 4-fh7 /K 

10 (133) 1 — ( 2 n^drvvl^ tVM-'^^^'^AO — 5 — ( 2 , 3 — 

^0 71=^) - 1 H- 1 , 2, 3, 4-fh7y*- A\ 

(134) 5- (2, 3-^ao73:^) -1- [2- ( 4 - If !J v?/l^ 7VV 
^-dr v-) ^<;/SM/] - l H- 1 , 2 , 3 , 4 -7 b 7 7*—/K 

(135) 5- (2, 3— S^Pta^a^AO -1- [2— ( 3 - fcf V -JlV* *J~)V 
15 ^-^i/) s<ls*J;V\ -1H-1, 2, 3, 4-fb7^/K 

(136) 1— (2, 3-^0 0 7x=/V) -5 - [2- ( 2 — =E-/^7fr U 7 =^ 
/M"^ V) ^VS^A] — 1 H- 1 , 2 , 3 , 4 —7 b 7 /K 

(137) 1- [2- (2H, 3H-^yy* [e] 1, 4 — v^^T"^- 2 — f/V- 
^TVl^^^X) ■'^vM -5— (2, 3-^nn7x^) -1H— 1, 

20 2, 3, 4—7 h 7 y-— 7K 

(138) 5 — (2, 3-v ? ^oo7x-;l') —1— [2— ( 2 — ^E-A-Jft ]) 7 =7^ 
;yt^;/) ^^A] — 1H— 1, 2, 3, 4-7^b7 7^-/K 

(139) 5- (2, 3-^0 0 71^) -1- [2- ( 2 - fcT V itA** 
3-$ciy) ^i/v^] — 1 H- 1 , 2,3, 4 -7 h 7 7*^7K 

25 (140) 1 - (2-^an-6-7s/^y^V) —5- (2, 3-v^^- 
71^7^^/V) — 1H— 1, 2, 3, 4-fh7y*-/K 
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(141) 1- (2-^>*W^) -5- (2, 3-^Wi= 
AO -1H-1, 2, 3, 4 — X h 7 y— /K 

(142) 5- (2, 3-^PP7x=/V) -1- [2- (2, 2-v^^Vt— 
x> 3 _^dfy^ v _4_^ / ^^ / ^drV) ^<>'v ? /^] -1H-1, 2, 

5 3, 4-fb7^/K 

(143) 5- (2, 3-^OD7a^) -1- [2- [2- (N-^A- 
N-^^^/l^T^y) ^^/^^v-] -O'vVKl -1H-1, 2, 3, 4- 

( 144 ) ! _ a^dr^/^^r^^O-^) -5— (2, 
10 ^^^/i/) -1H— 1, 2, 3, 4-ff7/^K 

(145) 1- {2-^^7V^r^^y^^fV) -5- (2, 
~A) — 1 H— 1 , 2, 3, 4 -X h =7 

(146) 1— ( 4 -^y ^t^r'>- 2 - ^ n P^y^) —5— (2, 3— i? 
fnu^az^M — 1 H- 1 , 2, 3, 4-ff7y*-/K 

15 (147) 1- [5-^t2ta-2- (4-> h^^A^S^^^M-^) 

—5- (2, 3-^pp7i=^) -1H-1, 2, 3, 4- 

(148) 5- (2, 3-^PP7x=/V) -1- (2-tKP^y^) 
-1H-1, 2, 3, 4-T h7y*WK 
20 (149) 1- (2 , 3-^^nn^rc^) -5- (2-tKn*^y*» 
-1H— 1, 2, 3, 4-fb7y'- 7K 

(150) l- ( 2 -^y^t^i/- 5 - ^ n n^y ^ -5— (3-fcKn 

^-l-^^^-y =c^=-)V) — 1H-1, 2, 3, 4-7b7> ? WK 

(151) 1— (2 — <yv J /yt ;3 f-v'- 5 - ^ o a^y^/y) —5— (4 — fc Kn 
25 ^v^ct—A) -1H— 1, 2, 3, 4-7h7^K ~&fz.l± 

(152) 5- (3-T 5 S-2-?tiv'7^~/U) -1- ( 2 — <^i?/]s&*is 
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— 1 H— 1 , 2, 3, A-=r hy^—jU 

16. (1) 5- (2-? -i- (fc"y^^-2 — <>V**f~>\,) 

-1H-1, 2, 3, 4 --r- f 7 /-/K 

(2) 5- (2-^nn^^^/l^) - 1 - (fy^_ 3 — f,t^^) _ 1H 
-1, 2, 3, 

(3) 5- (2-^ PP7x^) -1- (fy^y_4 f/W^/k) -1H 

-1, 2, 3, 4— t - h^y—sK 

(4) 1- (2, e-v^^an^^/k) - 5- ( 2 - k° JJ v?/U) _ 1H -l, 

2, 3, 4-rh7y^/K 

(5) 1- (2->?nn^v^) -5- (4-fc*JJ^W) — 1 H— 1 , 2, 3, 

(6) 1- (2-^nn-6-7^n^/i/) - 5— (2— ^U/l^) -1H 
-1, 2, 3, 4— h 7 

(7) 1- (4-^/^n^^-^/u) -5- (3-^c-,i/) -iH-1, 2, 

3, 4 — 7 1 h^/^K 

(8) 5- [2- (5-^nt3^=/i^) ] -1- (4-:7/M-t2-<:^A0 - 
IH-1, 2, 3, 4-7b7^/K IztzMX 

(9) 1 - (2 —^^-J/V^^ls— 5— fact ^^i?/U) — 5— (2, 3 — $?fc 
Kn^/77y-7-^^) -IH-1, 2, 3, 4-rf7^ 

1 7. (i-ao ^£&&tett&ittt<D?mmtc& 

(1) 1- (2-^nn-<^^) - 5 _ (2_pt hWss^) -ih-1, 
2, 3, 4— 7 1 h^y— /K 
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(2) 1- (3-;* h^v^ViW -5-7x^;V-lH-l, 2, 3, 4- 

(3) 1- (2, -5-7^-lH-l, 2, 3, 

5 (4) 1 -^O-v 5 /!/— 5 -7x=^- 1H-1, 2 , 3, 4 —"9 s " h^^K 

(5) 1 -^O-i^/V— 5 - ( 2 - h y y/lsJrv * *?-7V7^~;V) - 1 H— 1 , 2 , 
3 , 4 — 7 1 h 7 y>— /K 

(6) 1 -s<^V;\s— 5 - (2-^HP7x^) - 1 H- 1 , 2, 3, 4 — r 

10 (7) 5- 7 — 1 - ( 2 , 6 — v 5 ^ n n^VS^/VO - 1 H 

-1, 2, 3, 4-7l>7/wK 

(8) 5- (2-^PP7x^) -1- (t°y v^V- 2— T/^^-/^) -1H 
-1, 2, 3, 4-7h7 s /-/K 

(9) 5- (2-^do7x^) -1- (t°y </V*?-;V) -1H 
15 -1,2,3,4 — • T- h 7 /K 

(10) 5- (2-^nn7i^) -1- (^^^^-4 — fA'p^/V') -1 
H— 1, 2, 3, 4-f b7^/K 

(11) 1 - ( 4 - p« ^vW^SW — 5 - ( 2 — h ]J 7;V3ru * f/k7x-/l') 
— 1H-1, 2, 3, 4-fb7 s /^K 

20 (12) 1- (2, 6-^no^;V) -5- ( 2 - 1? y - 1 H- 1 , 

2, 3, 4-7b7y-/K 

(13) 1- ( 2 - ^ n D v 5 /^) -5-7x=/V-lH-l, 2, 3, 4- 
7f7 y — /K 

(14) 1- -5- (3-try^I^) -1H-1, 2, 

25 3, 4-fh7/^/K 

(15) 1— (2-^0 0-6-7/VtP^y^) —5— (2-MJ7^tB 
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^^/uy^=-/U) -1H-1, 2, 3, 4-fb7^K 

(16) 1- -5- (3—^ h*iS?^=-M — 1 H — 

1, 2, 3, 4-fh7 N /'-/K 

( 17 ) ! — (2-^pnxyv?;v) -5— (4 — ^ h^i/?^— ;v) — 1H— 

5 1, 2, 3, 4-ff7>'-/K 

(18) 1- (2-^ h^f^vW — 5 -7i-;V- 1 H— 1 , 2, 3, 4 

(19) 1- — t b*$"<l'i?A') -5-7x^-lH-l, 2, 3, 4 

10 (20) 1- -5— (4-v ! ^f;i'7?y7x=;w) - 

1H— 1, 2, 3, 4 - f b 7 

(21) 1- -5- ( 3 — "f-f^T % / y^^7U) - 
1H— 1, 2, 3, 4-fb7^K 

(22) 1- (2-^0P^^) -5- (2-^f^r?/7s^) - 
15 1H-1, 2, 3, 4-7H7/-/K 

(23) 5- (2-^071-^) -1— (2— t^A^lsifM — 1 H— 1, 

2, 3, 4-7f7/-/K 

(24) 5 - ( 2 - ? n P 7i=^) - 1 - ( 2 , 6 -S^/l^n-'^SW - 
1H— 1, 2, 3, 4-7b7/-/K 

20 (25) 1 - (S-^f^T?/^^) -5-7X-/V-1H-1, 2, 

3, 4-fb7^/K 

(26) 1- (2-^PP-6-7/VtP^y^) —5— ( 2—*?'A''7x>~ 
/V-) -1H— 1, 2, 3, 4—7" h 7 7^/K 

(27) 1- (2-^PP-6-7/VtP^^) -5- (2-^PP7i = 
25 M -1H— 1, 2, 3, 4— fh7^ /K 

(28) 1— (2-^0-6-7^0^^) —5— (2-^^f'77i 

397 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



-1H— 1, 2, 3, 4-fh7 N /^>'K 

(29) 1— (2— ^nn — 6 — 7fis$ru+*.lsi?A') — 5 — ( 2 — 7 V M ~ 1 
H-l, 2, 3, 4-fh7>' l -/K 

(30) 5 — ( 2 — ^ n a — 1 - ( 3 , 4 — v 5 ^ n n^^vW - 1 

5 H-l, 2, 3, 4-fh7 , / k "^ 

(31) 5— (2-^OP7^) —1- (4 - h P 7;Uto ^ 

— 1H— 1, 2, 3, 4— f h7/- A\ 

(32) 1— (2— ^an — 6— ^/W^-n^^v 5 /^) —5— [2— (4— * h^r 
t/7x=/l't^^^f/l') ^cc^AO - 1 H- 1 , 2, 3, 4— 7h7^ 

10 /K 

(33) 5 - ( 2 -^y^t^V7a=^) — 1— (2-^PO-6- 7/1^ 
n^^vW — 1H— 1, 2, 3, 4-fb7 , /-/K 

(34) 1— (2-^PB-6-7^tB^*» —5— (2, 
:7c£=A) — 1H-1, 2, 3, 4-fh7 N /-/K 

15 (35) 1- (4-7/^n^^v?/^) -5- (4-7;I/ta7x=;l') -1H 

— 1, 2, 3, 4-fh7^'-/K 

( 36 ) 5 _ ( 2 , —1- (4 - ^/l^n^^vW — 
1H-1, 2, 3, 4-rh7 > /-/K 

(37) 5— (2, 5-^ao7x-;W) —1- (4 — 7 ;V$-u^<^f;V) — 

20 1H-1, 2, 3, 4-7b7/-/K 

(38) 5— (2-^PP-4-7;VtP7x=^) —1— (4— ~7 jV-frxi^^ 

%?/V) -1H-1, 2, 3, 4-7h7 x /^;K 

(39) 5— (2, 3-^PP7x^) -1-^a^^f^-lH 
-1, 2, 3, 4-T h7 y— /K 

25 (40) 5— (2, 3— ^aa7x^;l/) —1— (4 — ^/l^n^i^A) — 

1H-1, 2, 3, 4-f b7/^ /K 
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(41) 1 - ( P- 6 — -y/V^-Ti s<^i?/ls) - 5 - ^ n^^t^/U— i 
H-l, 2, 3, 4 -T h 7 

(42) 1— ( 2 - ^ n o - 6 -7/^o^y^;i/) -5— (1— -j-yf-A') — 
1H-1, 2, 3, 4--T f 7 /-/K 

(43) 1 (2, B-^nn7x5^) - 1 H-l, 2, 3, 

(44) 1- ( 2 — ^ n n — 6 — ^/l^n^Vi^) - 5 - ( 2 , 5 -v^ n n 
^^-^) -1H-1, 2, 3, 4-fb7^/K 

(45) 1- ( 2 - ^ n n - 6 - 7x/^^y^) -5- (2, 3-i^n 

-1H-1, 2, 3, 4 -f h 7 /-/K 

(46) 1— (2 — ^ n n— 6 — ^/k^-n^^v?^) —5— ( 2 — 7 — 
1H-1, 2, 3, 4-fh7^/K 

(47) 5— (2, 4-^PD7x^k) -1— (4 —7 jV^u^-y^jV) - 
1H-1, 2, 3, 4-rh7^K 

(48) 5— (2-^PP-4-^fn7x=;U) —1— (4 — y/Uj-v^^i? 
;V) -1H-1, 2, 3, 4-7f7^/K 

(49) 5- (4-i/T;7x=;V) -1- (4 -7/^n^<y^ju) - l H- 
1, 2, 3, 4-f f7^/K 

(50) 1- (4-^/W^-n^^i^/k) -5- (4-^f;l/7x-/V) -1H- 
1, 2, 3, 4-ff7^/K 

(51) 5- (2, 5-v J ^nn7x=^) -1- (4 — 2 - hV 7 
/U^-t2^^u^<^i?/U) -1H-1, 2, 3, 4— 7^7^— /K 

(52) 5- (2, 3-^on7x=;k) - 1 - (4-7;l/^n-2 - h!J7 

-1H-1, 2, 3, 4-fh7/-/K 

(53) 1- (2-^ao-4-7;l/^0^y^) -5- (2, 5 — ^ n n 
7^~)V) -1H-1, 2, 3, 4-rb7^/K 
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(54) 1 — ( 2 - ^ D n - 4 — -ytVJrxi ^l/*?fV) - 5 — ( 2 , 3 - p p 
7 az -1H-1, 2, 3, 4-ff7 N /-/K 

(55) 5— (2, 5-i^^nn^7ccc=i7^) -1- (2, 5 — S^A^P**:^ 
A') -1H-1, 2, 3, 4 — h 7 /"-/K 

5 (56) 5 — ( 2 - ^ n p 7^—/l^) — 1 - ( 2 , 5 — S?^ p a -<j^/i^) — l 
H— 1, 2, 3, 4-ff7^-/K 

(57) 5 - ( 2 — ^ n a ~7 — l — ( 2 , 5 -^^/^P^^^/P) — 
1H-1, 2, 3, 4-7- b /K 

(58) 1 - (4 -^/M-P^i/i^/l-) - 5 - ( 3 -f-au^/v) - 1 H- 1 , 2 , 
10 3, 4 —7^ h 7 y— /K 

(59) 5- [2- ] - 1 - (4 -y/V-^-p^^-^/W) 
-1H-1, 2, 3, 4-fh7^/K 

(60) 1— (2— ^pp — 4— ^/W-p-^v 5 /!') —5- (2-M)7;^a 
^vK7 ;c - 1 H- 1 , 2, 3, 4-f b7/-;K 

15 (61) 1— ( 4 - 7/Vt a - 2 - h JJ 7/l^t d ^ f ^) —5— (5- 

y/U^-U- 2- hV ^jUjru ol^/U) -1H-1, 2, 3, 4-T 

(62) 1— (2-^PD-4-7;Vtn^;l') —5— (5— ITVI^P — 2 
- MJ 7/^P^^/l^7cc=7^) -1H-1, 2, 3, 4-f >7 > /-/K 
20 (63) 1— (2, 4-^an^;v) —5— (2, 3-^nn7i=;l') 
-1H-1, 2, 3, 4-^h^y— A\ 

(64) 1— (2, 5-^0O^W -5- (2, 3-^nn7x=;l/) 
-1H-1, 2, 3, 4-fh7^/K 

(65) 5— (2, 3-^a0 7x^;U) -1- (2 -7x/ df^^v 5 ^) 
25 -1H-1, 2, 3, 4-f h7^K 

(66) 1 — ( 2 — ^^^/^^v^^^/P) - 5 — ( 2 , 3 — P P ~7 — 
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;v) -1H-1, 2, 3, A-y- f 7 

(67) 1- (2 — <y v?;ut^ri/- 5 - ^ n -5- (2, 3 — 
^nc7*^) — 1H-1, 2, 3, 4-r h7^-/K 

(68) 1- (5-^nn-2-p* fdri^^vW -5- (2, 3-^ no 
5 7 -/u) — 1H— 1, 2, 3, 4-f f7/^K 

(69) 1— (5-^PP-2 — ^ y/D \?}VJr*r v'^i/vVl') — 5 — ( 2 , 3 

— a a ^ =1/1^) — 1H— 1, 2, 3, 4-rh7/-^ 

(70) 1— (5— ^nn — 2-^b*l/% /^—/Vt^/V^^iy^ls-JsV) — 
5— (2, 3-^P0 7i^) — 1H— 1, 2, 3, 4-fh7^/K 

10 (71) 1- (2, -5— (2, 3-^PP7i^) 

— 1H— 1, 2, 3, 4-ff7y*^/K 

(72) 5- (2, 5-^^no'<yv ! ;l') -1— (2, 3 — n n ^^^/k) 

— 1H-1, 2, 3, 4-7 l f7y* l -/K 

(73) 1— ( 2 — ^^✓VWO'i^VO —5- (2, 3 — v 5 ^ a u~7 a^~>V) — 
15 1H-1, 2, 3, 4-7h7^/K 

(74) 1- (2, -5 — (2, 3— ^oo^/l') 
-1H-1, 2, 3, 4— 7^7^— /K 

(75) 5— (2, 3-^PP^/V) —1— (2, 3-^PB7i^) 

— 1H-1, 2, 3, 4-rf7y-/K 

20 (76) 5- (2, 3-^on7x=^) -1— ( 2 -7 ^ / 3rv^ ^/^^ 
5?M -1H— 1, 2, 3, 4 —T b V /K 

(77) 5— (2, 3-^na7x-^) —1— ( 2 — 7 ^ ^/W< ^ 

— 1 H- 1 , 2, 3, 4-7f7/^K 

(78) 1- (2-^do-6-^ h^rS^O'SM') -5- (2, 3-^no 
25 — 1H— 1, 2, 3, 4-fh7 , /-/K 

(79) 5- (2, 3-^PH7i^) -1— [2- (N-^^/^-N-7 
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z^^jVT % /) ^yv'/l'] -1H— 1, 2, 3, 4-fh7/^/K 

(80) 1 — ( 2 6 - 9 n n -<;/i^) - 5 — ( 2 , 3 — 
^oa7i^) — 1H— 1, 2, 3, 4-rf7y-/K 

(81) 1— ( 2 -^y^t^v'- 4 - ^ n o^y^) —5— (2, 3 — v> 
5 ^an7x=;l') — 1H— 1, 2, 3, 4-7b7^/K 

(82) 1— ('<yy^a^7y-l-^/l') —5 — (2, 3-^nn7 
x.—JV) — 1H-1, 2, 3, 4-7h7y^K 

(83) 1 — ( 2 — 5 -~ h n^^/U) - 5 - ( 2 , 3 — 
^07x^1 — 1H-1, 2, 3, 4-rb7^/K 

10 (84) 1 - ( 2 -^y^t^rv'- - 5 — ( 2 , 3 - 

^nn^j.^/1^) — 1H-1, 2, 3, 4-ff7 % /'-/K 

(85) 1 — ( 2 5 — ^ ^7U"«l'$*yi') - 5 — ( 2 , 3 — 
^ aa^^^/l^) — 1H-1, 2, 3, 4 — T Y =7 ^—zK 

(86) 1— ( 2 -^V^Vt^i/- 5 -^^ W $ -5- (2, 
15 3-^on7x=;l/) -1H— 1, 2, 3, 4-7"f7/wK 

(87) 5 — (2 — v'/I/t^^y^/l') — 1 — ( 2 , 3 - i?f a P 7 at ^ 
/l") -1H-1, 2, 3, 4 -f h 7 /-/K 

(88) 5— (2, 3-^^czd^7^=/U) —1— (2-^bn^y^) -1 
H-l, 2, 3, 4-x b7>^/K 

20 (89) 5— ( 2 5 - ^ P n 7x=;l/) -1- (2, 3-i? 

*-z=-)V) — 1H-1, 2, 3, 4-rh7 , /-/K 

(90) 1 — ( 2 — <V^/P^-drv'— 5 — ^ o a^<>-^yV) - 5 — ( 2 , 3 — 
^f;P7x=/I/) — 1H-1, 2, 3, 4— f 

(91) 5- (2, 3-^BP7*=^) —1- (2, 5 - ^ f/WO'^/V) 
25 -1H— 1, 2, 3, 4-fb7^/K 

(92) 1— (2— ^i/v'/l^-^v'— 5— ^ n w*lsi?As) —5— (2— ^Pn 
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•ya^^-jV) — 1H— 1, 2, 3, 4-7 1 b7 , / , -/K 

(93) 1 — ( 2 —sOiS/Vttl/— 5 - ^ n n ^<^i?jU) - 5 — (2-7* ^vl" 
7x=;v) — 1H-1, 2, 3, 4-ff7/-/K 

(94) 1- (2-^^^T^/^^v^) -5- (2, 3-^nn:7^~ 
5 ;V) -1H-1, 2, 3, 4 — ^ b 9 

(95) 5- (2, 3-^nn7i^) -1- (2, 4 - ^Vl^^vW 

— 1H— 1, 2, 3, 4-fh7 , / w "^ 

(96) 1 — (2 — it/V^-ScTS— 5 — ^ n n ^y^V) — 5 — (3—7* J~As 
y^^/U) — 1H-1, 2, 3, 4-T h^y—^s 

10 (97) 1— (2-^PP-6-7;^n^y^) —5- (2-=fn7s- 
/p) — 1 H— 1 , 2, 3, 4-rh7 > /- /K 

(98) 1— (4 — ^/t^n^^v^u) —5— (4 — c=. h n 7^^/l^) — 1H — 
1, 2, 3, 4-fb7y^K 

(99) 1— (4 — yjU&v*^ it/Is) —5— (2--hn7i-;H — 1H — 

15 1,2,3,4 —"r h y S—;^ 

(100) 5- (2-^>-^/V^^-3-^ Y^y^=-^) -1- (4-771" 
t p - 2 - MI 7^tD ^ f V 5 /!/) — 1H-1, 2, 3, 4-f b7 

7K 

(101) 5- (2, 3-^oo7i^) —1- (2—7x.~A~<Zsi?A') - 

20 1H— 1, 2, 3, 4-7f7/-/K 

(102) 5- (2, 4-^aa7x^) -1- (2-y~S ^f-^vW 

— 1H— 1, 2, 3, 4-7h7/-/W 

(103) 5- (2, 5-^PB7x=;V) -1- (2-7s7^i/^y^) 

— 1H— 1, 2, 3, 4-fh7^K 

25 (104) 5— (2-^nn- 5-^ b^^^ h d rv'7cr.^/W) -1— 

a - 2 -^y^t^r^y^) — 1H— 1, 2, 3, 4 — T h 7 /^/K 
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(105) 1— ( 2 -^y^/Vt'Sr^- 5 - ^ p n ^/V) —5—7^^/^—1 
H— 1, 2, 3, 4-ff7/-/K 

(106) l — ( 2 —'<-y&;\'3r*?i/— 5—?& n^-y^J/v) - 5 — ( 3 — ^ n n 
-y sc. =./u) — 1 H - 1 , 2, 3, 4 —T h 7 y^^K 

5 (107) 1— (5-^0P-2- P v7l^ ^Vt^'Sri^i'^W — 5 — 
(2, 3-^PP7i^) — 1H— 1, 2, 3, 4-7b7^K 

(108) 1- [5-^on-2- (4 - t° U ^/^^/^ -5 

- (2, 3-^pp7j=^) - 1 H— 1 , 2, 3, 4— fb^/ 1 -^ 

(109) 1- C2- (2H, 3H-^/ [e] 1, 4 - i?**^- 2 — T ^ 
10 ^^/V^-^riX) -5-^pp^/V] - 5 - (2, 3-^nn7i-;l') 

-1H— 1, 2, 3, 4-T h^y^/K 

(110) 1 — ( 2 --<>'v ; /l't d rv'- 5 — ^ a Pi^<>'v ? /V) — 5— ( 2 — ?uu 

- 2>—*^-)V7z^~)V) -1H— 1, 2, 3, 4— 7b7^K 

(111) 5— (2, 3 -^no7x^) _i_ ( i — a, -/Ua^/l^) — 1H 

15 — 1, 2, 3, 4-fb7^K 

(112) 1- (5-^nn-2-^^^^/^=3rv'-<^v ? /^) -5- (2, 3- 

^ao7x=/W) -1H-1, 2, 3, 4-7f7^/K 

(113) 5- (2, 3-^pp7i=/V) —1- (2— ix^ a 0 ^^v-/^=ari/ 

- 5 — ? o n^^iMO -1H— 1, 2, 3, 4-fh7^K 

20 (114) 5- (2-7^/7x^) -1- (2-^PP-6-7/^P^ 
M -1H-1, 2, 3, 4-T h7^K 

(115) 1- (5-T^y-2 Zl'i?A'ttZ"<lsi?M -5- (2, 3—5? 

^PP7i=;l/) — 1H— 1, 2, 3, 4-ff7 , /-/K 

(116) 1- (2-T$ /^^vW —5- (2, 3-^PP7i^) —1 

25 H-l, 2, 3, 4-7 l h9 % /^K 

(117) 1— (2-^PP-6-7/VtP^y^) —5— (2 — t Kp^7 
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a^) — 1H-1, 2, 3, 4— Xh^^/K 

(118) 1— (2-^nn-6-7/Vto^^) -5- (2-t Kd#^ 
f;i/7x^^) — 1H-1, 2, 3, 4— fF7 N /- /K 

(119) 1— (5-^PO-2-tKP^^) —5- (2, 3-v^n 
5 n^^=/l^) — 1H— 1, 2, 3, 4-fh7^K 

(120) 5- (2-t h*^7x-^) -1- (4-37/i^u 

- 2 - MJ 7^tn ^ f -1H— 1, 2, 3, 4-rf7/- 

(121) 1— (2-^nn-4-tKo ;3 rv / ^/l') —5— (2, 3— v 5 ^ n 
10 n^^^/l^) — 1H-1, 2, 3, 4-fh7^/K 

(122) 1 — ( 2 — s<lsi?/V%-3cl>>— 5—? ti \?s<^Z?/U) — 5 — 

— 4-fc Ka^7x5A/) — 1H-1, 2, 3, 4 — 7 1 h 7 /^/K 

(123) 5- (2, -1-7^-lH-l, 2, 
3, 4-fh7^/K 

15 (124) S^i/^-l-yi^-lH-l, 2, 3, 4-7f7^K 

(125) 1— 2- (2, 2 — v^^/l'-l, 3— 5?**V?y- 

4— A^^V^^S') -5— (2, 3— ^nn7s^) — 
1H— 1, 2, 3, 4 — x h 7 A% 

(126) 1- [5-^nn-2- ( 4 - ^^ f A'r § / ^y^**^) ^Vv* 
20 -5— (2, 3-^PP7a^) — 1 H— 1 , 2, 3, 4-fh7 

(127) 1— [5— ^nn — 2- (2 -*/Wl> U / ^^/l^^f) v 5 /^] — 

5- (2, 3-^na7i-/V) - 1 H— 1 , 2, 3, 4-7f7^/K 

(128) 1— (Z—^l'itA'tir^l/— 5— ^ a n^V^W —5— (2, 4— 
25 ^PP7x^) — 1H-1, 2, 3, 4-fb7^/K 

(129) 1- [5-^on-2- ( 3 - \f V <?/U$-*rl/) *<ls*?/V] -5 
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- (2, 3— *J?uu7^~;V) -1H-1, 2, 3, 4-rh7^K 

(130) 1- [5-^OP-2- (2 — tfjl =f- tV^r^r*/) ^<^/U] — 5 

- (2, 3-^Dn7i^) - 1 H- 1 , 2, 3, 4— ff7^ 

(131) 1 - (2 — ^V^/^^i^— 5 — ^ n n^i^/W) — 5 — ( 2 — ^ n n 
5 -3— c=. l^P7i=/l/) — 1H-1, 2, 3, 4 — ^ h 7 ^-/K 

(132) 1 - ( 2 — ^^^/l^^f— 5 — # n n*«5^$?A0 — 5 — ( 2 , 5 — 
^ nn7i=^) — 1H-1, 2, 3, 4-fh7^/K 

(133) 1- (2— ^V^/^dri/— 5— -5— (2, 6-v 5 
^ n n 7 * c^u) - 1 H- 1 , 2, 3, 4-fh7/-/K 

10 (134) 1- [5-^OP-2- (N — 2, 3, 4, 5, 6, 7—^=^ 

f-fc Karf fy- 3 —4 M ^l/^/V] -5- (2, 3-^PP7i = 
As) — 1H— 1, 2, 3, 4-ff7 s /-/K 

(135) 1- [5-^pp-2- (N-^^7Ufc 0 ^<y v 5 ^— 2-^r/^^-/^^ 
is) ^O-v^V-] -5- (2, 3 -v^ n ta^^^/l^) — 1 H- 1 , 2, 3, 

15 4 — r b 7 ^—/K 

(136) 1 — ( 2 —^--y^/VHr^y— 5—#Ti V^AO — 5— (3-^pp 

- 2— ^^-jUycc^A^ — 1H— 1, 2, 3, 4— 7 t b9:/~-/K 

(137) 1- [5-^PP-2- (2-^f^7i^7$;) J^vi^^v-^ 

-5- (2, 3-^PP7x^/V) — 1 H- 1 , 2, 3, 4 — r 
20 f7 /K 

(138) 1 — ( 2 — ^> / i//^^rv'— 5 — # a P^I^AO — 5 — ( 3 — 

v-7« b^rv^— 2 - ^f^isA/) — 1H-1, 2, 3, 4-f h7^/K 

(139) l-[5-^nn-2-(fh7t Kb i^7 ^- 2 —J As* f/^^ri') 
-^VS^A] -5- (2, 3 — 5?* * * 7 « - 1 H- 1 , 2, 3, 4 

25 — r b7/- /K 

(140) 1— (2— ^^^/V-^-dr^— 5— ^PP^yi?;l/) —5 — (4—7* h^f 
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SO* b^S^a^A) — 1 H— 1 , 2, 3, 

(141) 1 — ( 2 — +<l/&A'jfr*?^'— 5 — ^ n la^V^AO — 5 — (4 — 9 n n 
7 =^;V) — 1H— 1, 2, 3, 4— 7^7^—A^ 

(142) 5- (2, 3-^nn7i-^) 1- (2-7x^W^^ 
5 A) — 1H— 1, 2, 3, 4-fb7^/K 

(143) 1- ^-S'^n^^Vl'^A^S^^A) -5- (2, 3—5* 
^ aD7x^) -1H— 1, 2, 3, 4-f h7 x /^K 

(144) 5- (2, 3-^no7x=;V) -1- [2- (4-t°!J^Mf^ 
^drv") A] — 1H— 1, 2, 3, 4-fh7 x /^ 

10 (145) 5- (2, 3-^PP7i^) -1- [2- ( 3 - fcT U S?A;* ^A 
^-dpix) ^O^A] — 1H-1, 2, 3, 4-fh7^WK 

(146) 1- (2, 3-^P0 7x^) -5 - [2- ( 2 — =E-A* V / ^f- 

A^V) ^i^A] -ih-i, 2, 3, 4— rh?^— A, 

(147) 1- [2- (2H, 3H-^)/ [e] 1, 4 -S^rl^- 2 — <A 
15 ^Atf-^V) ^O^A] -5- (2, 3-^on7x^) — 1 H— 1 , 

2, 3, 4— f h7 v /- A s 

(148) 5- (2, 3-^OB7x=/l') -1- [2- ( 2 - ^ Atfc U / 
Atf-^S/) -^S^A] — 1H— 1, 2, 3, 4-fb7^/K 

(149) 5- (2, 3-^nn7xx;l') -1- [2- ( 2 - V i?>V* ^A 

20 ^-^S^) -0"5>A] — 1H— 1, 2, 3, 4 J> 7 A N 

(150) x _ (2-^nt3-6-7^/^v'-<>'v ? A) -5- (2, 3-SO<^ 

/l^^—A) -1H-1, 2, 3, 4-7 1 b7 , /^K 

(151) 1- ( 2 -^^A^v^^A) -5- (2, 3-^Wx= 
A) - 1 H— 1 , 2, 3, 4-7b7y-/K 

25 (152) 5- (2 , 3-^PP7i^) -1- C2- (2, 2-SO*^*A- 
1, 3— 4 — f/U^A^^S'') ^<^S^A] — 1H-1, 2, 
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3, 4-rF7 % /^K 

(153) 5- (2, 3-^PP7i^) -1- [2- [2- (N-^^- 
N-y^^/^T^y) xf/Vt^i^] -^vvW] -1H-1, 2, 3, 4- 

5 (154) 1 - ( 2 — n^de^/^^^^V^) - 5 - ( 2 , 3 - i?9 n n 

— 1H-1, 2, 3, 4-fh7^-/K 

(155) 1- (2— ^y^^i^^i^f^) —5— (2, 3— i?**}-)^?^ 
=->V) -1H— 1, 2, 3, 4 — r b 7 /K 

(156) 1- (4-^^^/V"^-^^- 2—* on^/V) —5- (2, 3-v* 
10 ^P7i=^) -1H-1, 2, 3, 4-fh7 v /- /K 

(157) 1- [5— ^nn— 2— (4 b ?*flsjlr*r%"<W 
^i/^/V] -5- (2, 3-v^n o7i=;^) -1H-1, 2, 3, 4- 
ff7 

(158) 1- (2-^<>'^/W^-=3rv^-5-^t3i?^<^v 5 /^) -5- (2, 

15 tKn^y/77^-7-^) — 1H— 1, 2, 3, 4-fb7/-"^ 

(159) 5- (2, 3-^po7x=;V) -1— 
-1H-1, 2, 3, 4-fb7y*-/K 

(160) l - ( 2 , ~7=-~M - 5 - ( 2 - 1 Ka^i/^y^) 

-1H-1, 2, 3, 4-7b7^K 
20 (161) 1 - ( 2 — <WAsHr*t*/- 5-?v v<^Z?M - 5 - ( 3 - t Kn 
dr>>- 2-^^7x=/W) — 1H— 1, 2, 3, 4-fh7 , / k "/K 

(162) 1 - ( 2 -^<V^/^^V- 5 - ^ n n v»/U) - 5- (4-tKo 
*l/y^^7V) -1H-1, 2, 3, 4-7h7^/K teXTF 

(163) 5- ( 3 -75 S—2—&U P7x^) -1- (2 — Oi^/U^i^ 
25 -5-^na^<^^^) — l H- 1 , 2, 3, 4— ^b9^-^> *fcfi-t 

<0^s^a>&»&£;K,3tt#©*Kffl 5 ib«© nay Kyr;^yy^7 
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iftf^g^ftT^^—;* ho 

18. — JR5£ (1-aO *c^$^«-ft:^4b*fcfa-t©^sffiyfi^ 

(1) N- — 2 h^^yX7$ h\ 

(2) N— (2-^PP-6-7;^Cf<^) — 2— hJJ :7/M-n^^/W< 

(3) N- ( 2 - ^ n p - 6 -7;^n^y-^;i/) — N — ^ 2 — ^ a 

(4) N — <^vvl"— N— (2-^Pa-6-7/l'tP^/l') -2-^PP 

(5) N - ( 2 — * ^vwO-^/uO - 2 , 6 - ^ n a^yXT 5 H\ 

(6) N— (4—~7;l'$-vi^<l/i?jV) -2-^0-4-7/^0^X7 5 h\ 

(7) N- (4— 7^^-n^<V^yk) -2, 3-^PP^yX7U\ 

(8) 2, 5-^PP7i^-N- (A-^JV^-U^^it/V) # jV&*?*/T 

(9) N-^i/^A— 2 , 5 —i?? D P^yXT 5 h\ 

(10) 2- (4 — ^/^n^^-vVl^/W^-fAO 

(11) 2- (2-^/l^^/P#/W^^/lO 

(12) N- ( 2 — ff-A^lsitAS) - 2 -^y^t^^yXT 5 h\ 

(13) N- (2— ^ac^/w^^/u) -2, 6-^nn^yX7 5K> 

(14) N— (2— ^on— 6 — ^/V^v^l/itsls) —2 — <^-^/^^>^^<^ 
XT 5 b\ 

(15) N- (1, 2, 3, 4—r h7 fc KPt7^l^y- 1— Y/l^) -2 S 6 

(16) N- (4— y/V^-n — 2- MJ ^/V-^-o^^/WO-i?^) -2, 5-S? 
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(17) N- (4 -7)V0ru -2-hV f'A^ts&A') -2, 3 - i? 

(18) N— -2, 
5 (19) N— (2— ^ n n — 4 — ^/V^-n^^v 5 /^) —2, 

(20) N — (2, 5-^PP^/H -2, 5-^PP^X7 5K 

(21) N— (2, S-v^/i^-n^:;/^) -2, 5-^pp^X7 5K, 

(22) N— (2, nn^^v^) -2-^PP^X7 5F> 
10 (23) N- (2, 5-^7/^tP^y^) . -2-^BP^X7 5 K> 

(24) N— (4 - 7/UtP - 2 - MJ 7/I/tP ^ f -2-^PP 

^yX7 5 h\ 

(25) N— (2-^PP-4-7/^o^;V) -2-^OD^yX7 5 

(26) N— ( 4 - yjvOrxi -2 — hi) -7;vJru* - 5 - yjvlr 
15 p - 2 - MJ 7/1^- n t« f/^yX'7 5: b\ 

(27) N— (2-^n n — 4 — 7 /Lot" P^V^) — 5 — 7;V$ru — 2 — b V 

(28) N - ( 3 , 5 - h dri/-<y^) - 2 - * a n ^yX7 5 h\ 

(29) N — 7^^.^/^— 2 — ^ n P^yX7 5 b\ 

20 (30) N— olz=-;v^M -2-^nP^yX7^ h\ 

(31) N— (^T^^^— 1 — —2—?v P^<yX7 5 b\ 

(32) N — ( 2 - ^ ^/W<:/ — 2 — ^ n P^yX7 5 h\ 

(33) N — (2 , 6 -v^/l^n^J^AO - 2 a o^yX7 5 b\ 

(34) N — (2-^PP-6- -7/V$- u s<Z/ *?/U) - 2 - ^ n p^^X7 5 b\ 
25 (35) N — ( 2 - ? n n — 6 - •? /V^ru^Z/V'/V) — 2 f;W<yX7 5 K N 

(36) N — ( 2 , 6 - ^VW*^/^ - 2 - ^ a p^^X7 5 h\ 
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(37) N- (2-^00-6-7/^^^) —2-^ h^V^ 

(38) N - ( 2 - 9 u v — 6 — 7A'jt-v**>ls&As) }V?3 ;Vi$*rl/T 

5 (39) N- (2, 4— S?^ ci u**ls*?A') -2-^nn^yX7U\ 

(40) N— (3, - 2 — ^ n n^yXT ^ h\ 

(41) N- (4 - MJ ~7j>v3rxi * ^/w< -2—?u n^yXT 5 K> 

(42) N- (2— ?VU — 6 — 7x=/WT-feh7 5 K> 

(43) N- -2-^pn^yXT?K> 
10 (44) N- (1 -^T^vV) - 2 n n^yXT ^ K 

(45) N- (2-^PP-6-7^o^W -2, 6 — 5?* h ^v^y 
XT 5 H\ 

(46) N- (2 - ^ o o - 6 - 7^a^/l') —2, 

15 (47) N— ( 2 O n - 6 -7/^P^y$?;l') — 2 — ~ b n^<yX7 5 h\ 

(48) N— (2-^on-6-7/Vtn^;V) — 2 — ^yj/>f A't^S^^ 

(49) N- (2^^on-6 - 7;^n v 5 ^) -2-^^75/^ 
XT 5 h\ 

20 (50) N— (2-7Pn-6 - 7;V^a -<y v 5 ^) —2— (4-^ h^7* 

(51) N— (2-^0-6-7/^^^) —2, 6— v^^/W^X 
T3: K> 

(52) (2-^PP-6-7;UtP^y^) — 1 — t7^*^j?*^ 
25 T 5 Ks 

(53) 2- (2, 6-^Pn^y^;V) -1, 2, 3, 4-7 i f7tKn 
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15 



25 



(54) n- 

(55) N- 

5 ro\ 

(56) N- 

(57) N- 

(58) N- 

10 (59) N — 



(60) N- 

(61) N- 

(62) N- 

(63) N- 



75 F\ 

(64) N- 

(65) N- 



20 (66) N- 



2-^B-6-7/VtP'<y^) —2, 



2 - y b iris^^M - 2 , 6 — t?^ n n^yXT 5 h\ 

4 - y ^VWO'SW - 2 , 6 -V'^ v P^yXT 5 b\ 

2 — MJ ^/^n y f;W<y^l/) — 2 , 6 — n n^y^T 



2 — h 3r VO'vVl^) — 2 — ^ a n — 6 — 5 



2— ^ fdrv-^^v^/l') —2, 6-^7/^0^^X7 5 h\ 



3-y 



-2, 6-^0 0^X7 5^ 



4— fs^^^^^/V-) _2, 6-^70P^yX75K 



2_^ nn -6-7/VtP^/>) —2, 5— aa^^X 



4 — •yjVUr a ^VS?A-) - 2, 6 — n n ^yX7 5 h\ 
2-^pp-6-7/l'tP^/I') —2, 4, 



2-^PP-6-7/Vta^» -4-7/l'tP / <yX7 



4— 7^*0^^^) -4-7/^P^yX7 5 F\ 



(67) N- 

(68) N- 

(69) N - ( 2 — ? n a — 6 — ^^vW v'^ n ^^^•/V-X//^^r V 
7 5 h\ 
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(70) N - *s9 o *>&%/A'* f-jv— 2, 3-l?#& n^yXT 5 K> 

(71) N- -2, 3-^nP^vX7U\ 

(72) N- ( 1 -T^V^/^ ^) - 2 , 3 o n^yXT 5 K> 

(73) N- ( ( 2 R) - 2 — / /HflA^AO - 2 , 3 — &9 n P^yXr 5 h\ 

(74) N- (2-^nn-6-7x;^y^) -2, 
XT ^ h\ 

(75) N- (2-^oo-6-7^tP^» — 2— "7* 7 ^/l^ /^#3r 

(76) N - (4 - -yjV-^n ^O-it/U) -2, 4-Z??V p^^XT 5 h\ 

(77) N— (4-7;U^a^<y^) -2-^PP-4-=hn^yX75K 

(78) n- {±—-7fls*vL'<y*JM -4-^r/^yxr^ k> 

(79) N- (4— ^/^n^^v*/^) -4-^f/W<yX7? h\ 

(80) N— (4 — ^/M-n^^'vVl') -4-^PP^yXT^\ 

(81) N— (4— 7^tB^y^) -4— ~ hn^yX7 5 h\ 

(82) N - ( 4 — ~7;v$rx2 ^fitM - 2 - ^ h a ^yX7 ^ b\ 

(83) N- (4— °7 /V^rvi'O'&M — 1 —=5-^^;V%)Vi$.-5rV7 % b\ 

(84) N- (4-7^ta^y^) - C2- ] 

(85) N- (A-yjV^-XL^l/VM ^S-f*-^*»^^T5 h% 

(86) N - (2-7s; ^V'O'SW - 2 , 5: P\ 

(87) N- (2-7cn/drv-^^^) -2, 4-^pn^X7 5K 

(88) N - (2-7x7 a^-* ViW - 2 , 5 - S?;? n P^yX7 5 >\ 

(89) N - ( 4 - - 2 - 7/VtP^ ^/W^S^/V) -2-MJ7 
;wtP^f;^y^T5 Ks 

(90) N- (2-^u u — A-yj^n^<^V'7^) - 2 - MJ 7/WtP ^ f A' 
^yX7 5 h\ 
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(91) N - ( 4 — yjvirxn. - 2 - MJ yfrjrn * ^vw^iW - 2 — <Vi? 

(92) N- (2, PP^y^) -2, 

(93) N- (2, 5-^PP^y^) -2, K 

5 (94) N- ( 2 — ^SM'^drS^^A') - 2 , 3 - v 5 ^ n n^yXT 5 K s 

(95) N— (2— ^y^t^;/- 5— p^V^/1^) —2, 3 p p 

(96) N- (2, -2, 3-^nn^yX7U\ 

(97) N— (2, 3-^po7x-;>) —2, 5-^oo7x^7irf 

10 7U\ 

(98) N - (2 —^^TW^SW - 2 , 3 - n n ^yX7 5 h\ 

(99) N— (2, 3 — v 5 ^ n n^O'^/l') -2, 3-^nn7x=^7t b 

(100) N- (2, 3-^PP7s-/V) -2, 3-^OPt7x^;l/7th 
15 7$ K> 

(101) N- (2--7^^/u^<^^/u) -2, 3-^oa^yX7 5K, 

(102) N- (2-^31/^^^^/^^/^) -2, 3-^OO^yX75 

■ 

(103) N - (2-7 * Jfcf7W<VSW - 2 , 3 - a a ^<yX7 ^ h\ 

20 (104) N- (2-7x^7 5/^» — 2, 3 — BU^yXT ^ b\ 

(105) N- (2 -^Vv^KT ^ /'ZfitM - 2 , 3 — a o^VX7 5 K N 

(106) n- (2-^pp-6-n^y^) —2, 3-^PP^yX 

(107) N- [2- (N-^f;WN-7i^75/) ^<y^] -2, 3- 

(108) n- ( 2 -^y^/vt^-y- 4 - ^ p p^y^) -2, 3-v^nu 
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(109) N- ( 2 -^y^t^^- 6 o n^^i?/l/) —2, 

(110) N- (^^y^ n^:/*!'- l— >f^0 —2, 

5 5 Ks 

(111) N- (2-^<^v > /^^v'-5-^/^n^<V^ ? /^) -2, 3-i?^n 

(112) N- (2-^<^^/^ ;a rv'-5-^^/^>'v ? /^) -2, 3-v^nn 
10 (113) N— ( 2 -^y^t^r^- 5 -= b o^^^) -2, 

(114) N- (2 t^^*^V-5-^ h*S"*lsi?M -2, 3-^^n 

n^yx'7 5 Kn 

(115) N- (2, 3-^on7x-/I/) — 2 — <y^;^^73:- /KTi? 
15 hT5h\ 

(116 ) N _ ( 2 , 3-^oo7x=/l') - 2— <^v ? /^=^v / — 

( 117 ) N _ ( 5 n n — 2 — ^VW^SW —2, 3-^pp^X7 



20 (118) N — 


(2, 


4— v^^/W^vVl') -2, 


3 — v u 


^yX7 5 h\ 


(119) N- 


(2- 


^y^/u^dr-y- 


5 








(120) N- 


(2- 




5 






— 2 


— ^ p n^i^X 


















(121) N- 


(2- 




5 


— $ n us 


<y^/w) 


— 2 




25 75 F\ 
















(122) N — 


(2- 




5 






- 3 





415 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



(123) N- ( 2 -^^/M-^iX- 5 — J? u o^O-v?^) - 2 , 3 - v 5 ^ 

♦ * 

(124) N- ( 2 — =. h n^l/it/u) -2, 3 — P p^XT * h\ 

(125) N- ( 2 , 5 ^VW^vvl^) - 2 , 3 — S?^ n ^ h% 

(126) N- ( 2 — ^^v ? /^=3rv'— 5 — ? o n^i/^/i^) — 3 — ^ pt p/<^X 

(127) N- (2 — <^^?v^r^-%/— 5— ^na^/v) - 2 -^nn-4- 

(128) N - ( 4 — ^i^vVl^-a^— - 2 , 3 - v 5 ^ n o 

(129) N- (2-^PP-6-7/VtP^y^) — 2 — t Kn^^f;^ 

(130) N- (2-^PP-6-tFP^^) -2, 3-^^nn^i^ 
XT ^ K, 

(131) N- (4— yjV^-n— 2— hU 17 A-cfn^^yW* — 2-fc Kn 

(132) N- (2 — ^^^/^^^-5-^Da^^^/U) -2-^pp-3 

(133) N- (2-^<^i?/U$-3ri/-5 uu^^Zf/U) —2, 4-v^P 

(134) N- ( 2 t?;^dr^/- 5 - ^ p p^y^u) — 2 , 5-_$?^ n 

(135) N— (2-^^v ? /P^-^ix-5-^i3a^<V^/P) —2, 
P^yX7 5: h\ 

(136) 2, 3-^nn-N- ( 1 — 7 x.zzAsx&M ^yX7> K> 

416 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



WO 03/030937 



PCT/JP02/10377 



(137) N- ( 2 -^y^^'y- 5 - ^ B t"<y^) — 2 — 

(138) N— (2— ^y^t^f^- 5 — ^ nn^yv 5 ^) — 2— ^^/^-3 
5 (139) N- (2-^>'^/l-^-^^-5-^nr3^<^v ? /l^) —2, 

(140) N— ( 2 -^y^t^v'- 5 — ^ n d'O'vW — 3 — ^ a a — 2 

(141) N— (2 — ^y^t^r^- 5 — ^ n o^l^A") — 3 — * b ^rf^ 
10 ^/^=3r V- 2-7* ^/V^yXT 5 K> 

(142) N— (2— ^>-v ? /K3-^v'-5 — ^ PP^y^) — 4 — ^h^^^ 

b ^r->- 2 - ^ f^yxr 5 b\ 

(143) 2, 3-^no-N- (2-7:**^A^^S^l'$W -<^X7 5 
15 (144) N- (2-^<^v f /^^^-5-^t3n^>'^/^) 

(145) N- ( 2 - ^^ D^^^/M f ;^^^y^) -2, 

-<yX7 5 P\ 

(146) N- (2-*s?n^^i//V*3fi/'<>'i?M -2, 
20 7? h\ 

(147) 2, 3-^nP-N- [2- (2-^e/^y 

(148) N- (2-^nn-6-7x;^y^) -2, 3-i?^f^y 
XT ? K\ 

25 (149) N- ( 2 -^^^/U^iy^^^M -2, 3 - ^ f;l/^yX7 5 b\ 

(150) N - ( 2 -^ly^jv^^y ^^-M - 2 , 3 - s?* f;u^yX7 5 
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v 

(151) N- [2- (2H, 3H-^y/ [e] 1, 4 - v 5 ^-^^- 2 — YA- 
* f-jvir^y) ^<y^;v\ -2, ^ x=;u^yX7 5 K> 

(152) 2, 3-^nn-N- [2- (2, 2-v^^vk-l, 

(153) 2, 3— v^nn— N— [2- [2- (N — ;*^vt — N — •? a^~;VT K 

(154) 2, (2-fc Kn^^yv'/k) ^yXT 5 K * 

25 
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